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Compounds having an antitumor activity and causing no

QUINOLINE DERIVATIVES AND QUINAZOLINE DERIVATIVES

()

morphological change in cells. Compounds of gencral formula (1),

pharmaceutically acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z
represent each CH or N; R} represent each H, optionally substituted alkoxy, etc.; R* represents I; R> represent each H, halogeno, alkyl,
alkoxy, alkylthio, nitro or amino, provided that all of R*® do not represent H simultaneously; R® and R'° represent each H, alkyl or

alkylcarbonyl; and R represents alkyl, alkenyl, alkynyl or aralkyl.
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22 (R”NH,) ZERAIE32ZEICEDYL 7RO EZERTES,

RKAT, F/UCRED T OKEEDFRERE (PG) 2BEL. HEOEHE
oS AEFTIVFEI (R Ha l., R® BRIV AFLETHZEEDT
WFINRDERT) ZIEAIEDZEICED., HB30WETILa—)LEEE (RY
OH) EZRHDAE BIZXIE, HERR) ICX0ERASEZEICED, * /1)
CROTMICTNIF L HEERTIEEDLAYEESETE 3,

BREITIZANBINOT AET IV FIVTHIREN TS A, 5 2] Am.Che
m.Soc.,1945,67,736F IZEE B D HEICHE> TRIETE B,

E&&mmmm%7w3—w%§¢mmW3hTm5#\@5mMMmmm0
993),46(1),177. Ann.Pharm.Fr.1977,35,503% \Z e D HiEIC /> THRIETE 3,

F/UROOMICHEDBRELETIHEAKIT. HEMWEELL T3 — b
FOFTEET7x)/) 2 EEERERAN., AF—LA IR TRETE S,

FFVIROMLICHEOEREEETI2HEMRIT. ZF—24101t> Tl

BETE D,
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AF—Ah4
o} o)
21 . R21 - 21 i
H R H =koft R IjLH
HO PGO PGO NO,
21 9 Q o
34 R I;rU\OH IAFNA4L szjCL/U\OMe E5T R
- OMe
PGO NO, PGO NO, PGO NH
2
R21 i ¢t
RILLT I K j@ﬁ‘\w =LA R21 IIKN
. P —_—
=S PGO N/, PGO N)
R24
R23 NHo2
R24 R24 |,
HO R26 R23 NHz R23 N.__N_
R25 \[O]/ R29
o) R26

R29NHp 0 R26
T R21mN R25 PUSRZS L RmmN N
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EE PGO N N)

N
ER AT ,,c’ ‘R29
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N, 23 h o
R29 R N Norao
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2—73/—f%é@xx?»%gmeMMMmewmm%%tﬁﬁ@

TERRO TERLIE2 - b - R EEEEEKREERE (FI21F KEDY ™Y
L) DEET. BIRAEDAFIRECLID T AFIMEL =%, — hoOEZEH XL
& HEBICIVDBITTAIEICADEETE S,

RCBONTALEYERBEOEETRNATI REERES VB EICED 4 —
FFVOCREBRIE, KOTHEELR @A IEL) D) 2ERS G
BIEICEN4—2700FFVY CEBEKEBBTES,

TI/T7 /N FEERIIH UEE @I, KBEFRUDL) OEET.
"BoN4—r00FF VY CFEKEERESED L4 - (FI )T )%F2)
FFHVBEREBLI L NTES,

RADTETIENR SN FEAICIY LT F— FFEEK (O=C=N-R?)
EERSEDD. B2V NI RAY U BRICESET I ERETIFILT
22 (R”NH) Z{EAZE3ZEICED YL TR 2SR TE 5,

RAT, FFVUCREDTMOKBEOEER (PG) 2BEL. HEDE
EFNOZALTILFIL (R Ha 1. R? IZR™ M7 ETHS & 20
TIWFIE T ERT) 2EASELLICED. 3 WIET7Iba—)ViE#Esk (R
* OH) ZRHDHGE (Bl RERKE) CL0ERASED- &L, 5
VUZROTMICTINAF I HEETEREONESYERETE 5,

BIRTIGITANBNOT AT N FNB LTI a—) L SF BTSN TY
M BBVEAF—L 3 ORFIRBEOTHERICHE> TRETE 3,

FFVICROOMICHEDOBREZET 55EKIT. HEWELL T3 -t
ROFIARZITINTE FHERZRAN, AF—A 4> TRETE S,

L&Y O RE/EEHRRY

FFEAIZX DILEDIEL. ’r‘/Eﬁﬂ:%blfﬁé%%%m%ﬂ‘ﬁﬁ%%ﬁ’é’% (EEHEA
BHl4a2R),

EFEPICEDILEWT, £, A FOICBNTHENEMBEEVEGTE (V
ascular endothelial growth factor) THER L= EEICEZBMAPK (mitogen-acti
vated protein kinase) DFEMILZEZIAET 2 (KERBRH 1 PLU 28R, mERN
K#iidZ VEGF THIBT 2 EZBUHTHRD LV FIVEEZERICE O MA P KANE
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I, USEBEEINEZMAPKD EENERD 51135 (Abedi,H. and Zachary, 1.,

J.Biol.Chem., 272, 15442-15451(1997)) . MA P K OEMILIZMESH EIzBIF 2 m
ENEMROEEICEESREZEDS ZENMS5N TS (Merenmies, J. et al.,
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1
8, 4-25(1997)) . > THERHIC X B EWIIOEF ENGIEREE TS,

REEMALICB T 2MEHEIT. EE LT, BE. ERFEEEE. BHEEEY
VT, wEE. TTO—-LMBREE. DRCPREBEOL S KSR, BCER
FE DRI LB DT B (Forkman, J. Nature Med. 1 27-31(1995); Bicknell,
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)) . > T. ZEFHIZL S{LEY
. . BRRENEEE. BMEREE D T, R, 75 0— A NEIRE{LE.
ARPHED LD IREE, VBB OGEEDBREICANDLZ LN TES,

EREFICKBLEWIEL, HAFENSX 228NN (KBRS 35R).
o T, FREPICLZ1LEME. £EHRITRELERE. TaBICESICENTY
5,

ERFICINEE, ERAICL DLW ESOESMAMRY IR ST NS, K5EH
Ik B ERM R IES . ERFAERE. SRS YT, g Tro—
LEBAREELIE, ARPABOLD KR, YOCEREOEROBEIZANSD
TEMNTED,

FREACINE, e, FREAICEIZLEME. EFLHAINDEMELHIC
BABIIRET DI LE2TATRD, BE. SRFEMEE, BEEgy v T,
FEE. T O LAMBRELE. BEXUARSHEN SR DIENSBIREIN D E
BOWBEEN RTINS,

FRAI L DLLEWT. BOBLOIERZD BIX T, BIRNZE. HIARNRS.
KTHE5, BBERS. BEEE) OWThhDBRSREE T, &£ hBITE ST
DEITHRGTDIENTES, Ho T, ERAICL DLW EETYRS ET 5
EEMRYIE. BRERBRITECZBYSHBICU NS,

BERICE, BORE LU TR, #5. H7IVAL 85, Smasl. oy 7#
IREMFET SN, FEROFE L TIE, EHEL LH. T—7F. SERImE 2
Tens,
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IS OEBRAIL. BEEAVSNTOAREE. BEN. B8, BRAL
FEEH, FRFAREEAVNTERICENESET L EMNTES,

BAHE LTI, P, TR, O—2 25 —F. Uy . B8
TN O—R72EN, BHERE L TIRAIRIET S 7> FAEIE®mF U A, ¥
SFIR. REEAINTA, TTUBANT T A, FEZRY T ER. EEE]
ELTRAAEZAFAELO—R, RUEZLTILT—)b. BUE= ) T—F
by AFIEeIO—A, ZFIEIO—X, FSETITLA, ¥5F>. ERoFx
PTOEN O, RUEZLEOY E2mEDN, BRFELTIE. flAE
INT. ATFTYUUEBERTRITA, RUZFLZYa—)L. BLiEmi s
MENENEITF SN,

70, LEENANG BEICK DBER. p HIERL SELEl. SIELH.
REFEEEFNL TRET S o LN TES,

FRFIC L BEEMAY T, ARTICLBILAMOEERIL. TOAEITED
TEABY. BESEAWT0. 5~50EB%. FELIL 1~20F8%
THD.

BERIBEOER. FE, I EBEOMEE. EROEELSEEELT,
B4 OBEITEUTEERESNSH, fIAIE0. 1~100me ke, F:
L<iZ1~50mg. kg D@BETHD. “hzE1HIEExIZEICS T TRE
T3, |

R L BLEPIIMDEE LA DETRET D ENTE D, 1511,
FFFIZ, 5 WIERMICT 5 2 ENTE S, FIAIE. HEERSELEE DS
&, FRFICLDILEWEITNES 2 MO MENEMEICERS €5 Lick
DB 2R S B, ROT, A SRIERET S T &12 5 0 EIE 30 RA I
SEBTENTES, HI S AOBECRSRIGS LY > O BE QR ES
KT L TIRETE 5, BHIEELS OKES FICRETE 5,

AR LT, BICES. BRI L DAY %R O 1 P A SR &
HAEE5 I EEEATA L ENNEOMEY £ ZHET 5 HEMEfE NS,
EMmES LT, FEOEEE LM B2, MSas. EEEas. B
i) FHE) AOREBBICHEETEMENRETSND, ARPICLBIE
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P& MENKMEE ORI, FAIE £8%5 (BRNZE. ROKBSE). 5
Fites (REHRS. BHWNRESE). FyUT—Z2H0WIEYI—2F 022 (Y
RY—AL, VEYRRA I ORAT 27—, GHOFILEESE) L0 EHTES,
EhE
UTHEEAZTERAICIOFHATIH, FRARXINSICEEINDIHOTIE
720,
BEp ]l c 2—2r00—-4— [(6, T—CAbFL—4—-F 2UJ)) FF] 7

= >
PAFIAIEFR (10m 1) IZKRFEEFRITL (60Ww%. 0. 72
g) ZMMA. S50CT3ON#EMEBE=RICL, 4—-F73I /-3 —ragryz/—
IEEEE (1. 61g) Z#MAZERTILONBBLA, Kiz4—roo—6, 7
—PARFIF/UZ (1. 00g) BMALOOCT—RRERLAE, KISEKIC
AREMAOORILLATHE L2, 700FR)VABEEMREKRSEZEF UYL
RIBIETHEHF L. EKEEE ST N LA TEBLZ., BIETAREZEELTESH
FTERRSIIAY J—IbemA. W LE#REER5I2|ML., ZEDLEWEO. 8
9g. K6 0% THE~,
'H—NMR (CDC1l;, 400MHz):64. 05 (s, 3H), 4. 05
(s, 3H), 4. 08 (s, 2H), 6. 44 (d, J=5. 4Hz, 1H), 6.
85 (d, J=8. 5Hz, 1H), 6. 93—6. 96 (m, 1H), 7. 15
(d, J=2. 7THz, 1H), 7. 41 (s, 1H), 7. 54 (s, 1H), 8.
48 (d, J=5. 1Hz, 1H)
BOEGI2 - 4— [(6, 7T=IAbFT—4—-—F/UJL) FF] =2, 3—TA
FINT=Y >
PAFINAINEFR (1 0m1) iZKFEMLFFIDIA (60W%, 0. 72
g) ZMA. 50CT3O0MBEERICL. 4—73I /-2, 3—AFIT
=/ —)VEEE (1. 55g) ZMAEETL 0478 LK. Ric4—roo—
6, 7T—AbPFF/U (1. 00g) 2R 100CT—HERLE, K
ISHRIZKRZINA 7 00 F )LV AT L%, 7 00R)V AR Z8EMREKRESF -
DD LKBERTHE L, BAKEES MUY LATERELZ. BETHAREEZEELT
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"BONLIRSIIAY /= EMA., HHLEHEEEZERIIZRL. EEOESHE
0. 94¢g. NZE6 5% TH”=,
‘H-NMR (CDC1l;, 400MHz):62. 07 (s, 3H), 2. 15 (s,
3H), 3. 62 (s, 2H), 4. 05 (s, 8H), 4. 07 (s, 3H), 6.
25(d, J=5. 4Hz, 1H), 6. 64 (d, J=8. 5Hz, 1H), 6.
83 (d, J=8. 5Hz, 1H), 7. 42 (s, 1H), 7. 64 (s, 1H),
8. 42 (d, J=5. 4Hz, 1H)
BLGHI3 : 4— [(6, T—CARFL—4—F/UJ) FF3] -2, 5§—-TR
FI T =) >
PAFIVZINEFR (10m1l) ICAKBEEFIUIL (60Ww%. 0. 36
g) ZMA. 50CT3 0O MARBERICL. 4—F73/—-2, 5-JAF)7
/=) (1. 23¢g) ZEMAEEBET1I 09 LLE, KiIc4—2roa—6, 7
—PAMFFIUZ (1. 00g) EMNAL00CT—RRBRLA, RISKIC
KRZEMAZOOFRIATHELZE, 700 ABEENREKZEF Y YA
IKEETHRE L, EAREEET N ATER L., RETESZEEL TESH
eEEER,. saafRivA S TER (1/1) TRETS S UAF )V 2703 Y
ST74—ICKDBE L, BEEOILEYWEB-,
BLEfI4 : 3, 5—2r00—-—4—[(6, 7T—JARFL—4—F 7)) FF

A=) %
FAFNZNRELE (10m 1) kLT FUDA (60w%. 0. 36
g) ZMA. 50CT3 0@ RBg=ERICL. 4—-73/~-2, 6—007
/=) (1. 59g) ZMAEET1 0 @R L~E. Kic4—2rono—-6, 7
—PAbRFIFIUZ (1. 00g) ZMA100CT—HEBRL~, RISHIZ
IKEMAZ OORINATHELAZ®R, 700KV ABEBEFREKEF UYL
KIS THEE L. BB N U ATERLE., BETBESR2ZEELTESH
s E, svoaRVA /TR (171) TRET2 U5 )L 0% RS
T4 —ICKDEHL, REOLEWEO. 35g. NE2 2% TEE,
'H—NMR (CDC1l;, 400MHz):63. 84 (s, 2H), 4. 05
(s, 3H), 4. 08 (s, 3H), 6. 28 (d, J=5. 4Hz, 1H), 6.
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74 (s, 2H), 7. 43 (s, 1H), 7. 64 (s, 1H), 8. 48 (d,
J=5. 4Hz, 1H)
BEFIS - 4— [(6, 7T—AbPFL—4—F ) J)L) FF] —2—-——rkO7

)
PAFIWANEFE (15m1) ITAFELFRUDL (60Ww%. 0. 5 4
g) ZMA. 70CT30HBAB=RICL, 4—F3I /-3 —=-hovyr /) —
V(2. 07g) ZMAERT1 OB LEZ, RIC4—2rOO—6, 7—R
FFZF /U2 (1. 50g) 22X 100CTAMMBRLA., RISKEIZ/KSE
MAZOO0F)VATHHUZE., 2008V ABEBEHKEEKEF U Y LAKE
WTHIFL . HOKIREE T U UL TEHBRLZE., BMETABEZEEL TESH/-R
Sz, 7O00FRNALSTERN (171) TEBET ULV OTRTS T
A4 —IZXKOBEL., REOILEWE0. 53 g, INE2 3% TER,
BOEFIGE 11— [2=T 3 /~-4— (NP AFFL) —5—-—RXrhFTT71)0]

—1—-I5 />

1= (4—-EPROF—3-AMFTx)) -1 -T2 (20g). 1%
BAUDTA(L18. 3g).3VEF RS —n—TFINT>EZIAL(4. 45¢g).
NPINTOIR (17. 3ml) 2N, N=UAFILFILATIR (300m
1) KEEL 1 00CTIMMRELE. BETFTASEEEL, BonRalc
mEMiM%I%WTm&L.ﬁ&l%»%%%%fﬁUﬁA?%%btﬁm;
BETEFRCERL THSN/ES, REME (12. 47ml) #EEE (12
Om 1) IZE#BEL. ZERT2HBHERALEZ, 0CITTKELT U ™ AKEBIKE
MAPHIT L7, 7oO0R)LAMB L., 200fRIVARERESF Y ™ ATl
‘L7z, RIT. METEBREZZERL THESNE®REE, T4 /—J)L (1160m
D)o 7K (1 20m 1) IZBAZEMNTTHEML., HIET>FE=ZTA (19, 2g).
Hish (101. 7g) ZMA. MBEERZ IBMLAE, 51 MEBL, Yoo
RWVL /AT =)k (3/1) THEL., METAREEZEEL, Bohikas
IKEEAL T b U D LAKBIRTT I ADHICL 7008V AHEB L., 2OoafsILARE
EFB>TPUDATEGELE. BETEHZZBELTESNZRIE2, yo0Ok
WL/BRBETZFIL (10.71) TRET L UATZSINVI7ax by 57 0 — 12k
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HHEL, XEOLEWE24. 95g. WRT7T% (3RXFvT) TE~,
iH—NMR(CDCI;,4OOMHZ):52.51(8,3H),3. 84 (s,
3H%5.14(S,2H%6.12(5,2H%7.15—7.62(m,

7 H)
BUEHI7 : 7 — (NZPNAFS) —6—APEFP—1, 4—TLROo—4—F

YU/
1-[2=-73/-4—- RPN AF) —5-AbFTzz)L] —1—
T4/ (24. 95g) 2575 RO0752 (450ml) ITEML. F k-
UDAARFR (24, 87¢g) ZMAEET1REBHE. FBEITFIITZ
T (37. 07m1) ZMAEET2HEEERE, k (150m1) Mz 1
ML, OCICTEBMEEMApH4ICL, KEMAZ OORLAHHEL.
2O0ORIVABEMET MU UL TEZELZ. BETAEEZZELTESNE
Sz, 7OaRIVA S AE /=)L (10/1) TEBERITA >UASF )V yax ~y
T4 —ICEOBEL, REOLEGWMELIT. 16g. NE6 6% THE:,
'H-—NMR (DMSO-—ds 400MHz):63. 84 (s, 3H),5. 1
9 (s,2H), 5. 97 (d, J=7. 1Hz, 1H), 7. 09 (s, 1H),
7. 28-7.51(m, 6H), 7. 78 (d, J=7. 3Hz, 1H), 11.
50—11. 75 (br, 1H)
BLEHIS : 7 — (NN AFL) —4-r0O0—-6—ALFF Y

7= (RZINAFY) —6—AbFT—1, 4—2bRo—-4a—-F1 )
(17. 16g) iICTFEY (14, 19ml) Z2mx. mMEEHEE 18
MLz, BETEBEEZEEL., ok 2 roafR)VAICEARBL. Kb
MU LKEBREZMATZIVAUEICL., ZoaR)LVAFHEL. yoofR)LLAEZ
MEE T b U D LTHEBELE, BETEAEEZ2ZEELTESN AR %, yoar)l
LS7T7EM (L0/1) TERBATAUASN 7O M TS 7 40 =Tk DRI
L. ZEDILEHE 3. 82¢g. INK21%TiE-E,
'H—NMR (CDC1;, 400MHz): 64. 06 (s, 3H) ,5. 32 (s,
2H), 7. 30—7. 55 (m, 8H), 8. 56 (d, J=4. 9Hz, 1H)
BLOEF 9 14— {([7T— (NN AFL) —6—AbFI—4—F Y] FF
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Pl =2, 5=AF)NF=Y

FAFINZANEFIR (25ml1) ITKEILFRUDA (60wWH, 1. 17
g) EMA. 6 0CTI ONMBBERICLAE, KIC4—F3 /-2, 5-232
FINZ7z/—) (4. 00g) ZMAERTI OSEBRE, 7— (RILF*
¥) —4-=2700-6—AMFTF /U (4. 36g) EMAT. 2 2EEHE
PPEESRIRICRZEMA 7 0oL AR L%, 7 O0m)L AR % 8950 ek 32
FThUDLKBIETHE L, EKREF M) A TER L, BREFESS2E
LTRONZESIIAY ) — Ve A BBIRE Lz B L85 HBE 2L .
REDILEWE3. 04g. NES5 2 %BTHE-,
'H-NMR (CDC1l;, 400MHz):62. 05 (s, 3H), 2. 16
(s, 3H), 3. 58 (s, 2H), 4. 06 (s, 3H), 5. 32 (s, 2H),
6. 28 (d, J=5. 1Hz, 1H), 6. 61 (s, 1H), 6. 81 (s,
1H), 7. 28—-7. 42 (m, 3H), 7. 44 (s, 1H), 7. 49—7.
54 (m, 2H), 7. 63 (s, 1H), 8. 39 (d, J=5. 1Hz, 1H)
HE HE (ESI-MS, m 2): 401 (M'+1)
BEFI10 :N— (4= {[7— (NI AFL) —6—ARFL—a4—F /1
W] AF) —2, 5-VAF)NTx=)) =N = (2, 4—-I )47~
=) L7

A= {7 (RZDNAF) =6 —ArFo—d—F Y] FEF) -2,
S—TAFINTZN (300meg) 2r7O00R) A (5m 1) IZHABLE.
2, 4= AATZNAVITF—b (200u 1) WA, 70CICT
LB L7z, KISHE, 7008 A/ 7E L2 (75,/25) TRETS
UATNI B MTST7 44—k DRl REOLEWE 36 8Smeg. [NES
8 % T1&7=.
‘H-=NMR (CDC1;, 400MHz):62. 17 (s, 3H), 2. 26 (s,
3H), 4. 06 (s, 3H), 5. 33 (s, 2H), 6. 29 (d, J=5.
1Hz, 1H), 6. 42 (s, 1H), 6. 76—6. 93 (m, 3H), 6. 7
0 (s, 3H), 7. 30—-7. 54 (m, 7H), 7. 60 (s, 1H), 8. 0
4~8. 12 (m, 1H), 8 44 (d,J=5. 4Hz, 1H)
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HEFI11 :N— (44— {[7— (RZD)NAF) —6—ARFL—a—F /1)

V] AFZ) =2, 5=IRAFNTzZ)) =N’ — (2—ArFTT1x=J)
vz

4—{[7—- (RZZNFF2) —6—RAbFT—4—-F YNl FF2) -2,

S=TYAFITZUZ (300meg) Zronk)ls (5ml) ICHEML =,

2=RAPFTzZNAVTF—HF (0. 24ml) ZMX. 70CICTLRH
Bl RIGRE, 700FR)VAL/ TER> (75./25) TEREITSUR
TNOOR ST T T4 —ITL DY, ZHEDLLESYWE 3 6 Smg. NEL 9%
TH7z,
'H-NMR (CDC1l;, 400MHz):62. 17 (s, 3H), 2. 28 (s,
3H), 3. 83 (s, 3H), 4. 07 (s, 3H), 5. 33 (s, 2H), 6.
26 (s, 3H), 6. 29 (d,J=5. 4Hz, 1H), 6. 86—7. 06
(m, 4H), 7. 12 (s, 1H), 7. 30—7. 41 (m, 3H), 7. 46
(s, 1H), 7. 50—7. 56 (m, 3H), 7. 61 (s, 1H), 8. 11
—8. 16 (m, 1H), 8. 43 (d,J=5. 4Hz, 1H)
BEFI12 : 4— {[7T— (ROZNAFL) —6—APFT—a4—-F, )] F
¥ —2-—rnory=y>

PAFIWNANWEFE (3. 6m 1) TKRFEEFRITLA (60wW%, 320
meg) ZiMmx. 6 0CT3 Oﬁj\ﬁ‘iﬁ?&ﬁ?ﬁl:bf:o Riz4—-72/)—-3—-rnono
Tx/—)VEREE (720meg) EMAEIRTL O9EBRE,. 7— (R>I)L4
F) —4-200-6—ArFF /U2 (600mg) #MA. 105C
T2 2FEBBBRICIRIC/KEZMA Z oofRiL AME Lf:?'ﬁ\ o)V AE%E
BAIFNERBE/AKFE T D U D L/KISIE Tk L. EABEE S N U ATER LS. BE
TEREZERLTHESNIERSICAS /=L ENABEBIKRE Uiz, WHLAES
ZR5I AWML, REOLE®WES5 3 3me. [NFE6 6 % TE-,
'H-NMR (CDC 1l;, 400MHz):64. 05 (s, 3H), 4. 08 (s,
2H) 5. 32 (s, 2H), 6. 42 (d, J=5. 1Hz, 1H), 6. 84
(d, J=8. 5Hz, 1H), 6. 93 (dd, J=2. 4Hz, 8. 1Hz,
1H), 7. 14 (d, J=2. 4Hz, 1H), 7. 29—7. 42 (m, 3H),.
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7. 44 (s, 1H), 7. 49—-7. 53 (m, 2H), 7. 55 (s, 1H),

8. 45 (d, J=5. 3Hz, 1H)
HEE (ESI-MS, m/ z): 497 (M'+1)
BEFI 13 : N— (44— {[7— (RO FFI) —6—ArFi—g-—% )1

V1 FFL) —2—-2r007x=)) —N' — (2, 4=7)0F4a7-=)))

vz

4= {[7— (R2IFFY) —6—AbFT—4—-F /U] FF2} -2
—0O07=ZU2(260mg) 27on0F)A (10ml) ITHEBLIEE., 2,
4—=27NWA0T2ZNAVTF—hF (198meg) ZIAZEET2EREEE
Lize RISRZ270OFRINVA/TEE> (10/1) TEETZURS)L 270
RhTST4=ICXOBEL, REONLEWEI3I 3 Tme. WK 4% THEE,

'H-NMR (CDC1;, 400MHz):64. 04 (s, 3H), 5. 3
2 (s, 2H), 6. 49 (d, J=5. 1Hz, 1H), 6. 86—-6. 96 (m,
3H), 7. 10—7. 17 (m, 2H), 7. 22—7. 28 (m, 1H), 7.
28—-7. 41 (m, 3H), 7. 45—7. 53 (m, 4H), 7. 96—8.
04 (m, 1H), 8. 27 (d, J=9. 0Hz, 1H), 8. 49 (d, J=
5. 4Hz, 1H)

HESHE (EST-MS, m 2z): 562, 564 (M'+1)
BHgfl14 :N-{2-r/00—-4- [(7-EROFL—6—RAbFi—4—F
JUIN) AF] TJxZ)) =N — (2, 4—27)0FAa 7)) L7

N=(4d—={[7- (R2DIFF) —6—AbF—4—-F Y )L] FF)
—2—7007xZ)) =N’ — (2, 4=27)Fo7z=)) 917 (21
Smg) &, PAFIHEINALTIER (11ml) ITEML. NS AERE (2
15meg) ZMX. KEFHKTEETIBRBRLE. RNRICHETFIL (3
Oml) ZmMA. 51 MEBLE, BEEEHETEEL. EFEOLSHE 1 7
dmg. NFEI 6 % T1H/-.

'H-NMR (DMSO-ds 400MH=z):63. 94 (s, 3H), 6.
47 (d, J=5. 1Hz, 1H), 7. 01—7. 11 (m, 1H), 7. 18
—7.36 (m, 3H), 7. 44—7. 52 (m, 2H), 7. 95 (s, 1H),
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7. 98—8. 13 (m, 1H), 8. 23 (d, J=9. 5Hz, 1H), 6.
50 (d, J=5. 1Hz, 1H), 8. 81 (s, 1H), 9. 31 (s, 1H)
HESWHE (ESI-MS, m/ z): 472 (M'+1)
BEH15 : 4— {[7T— (NZZIAFI) —6—RAbF—4—F)U)4
F) =2, 3=TAFINT=YU

PAFNANETF R (6m ) IT/KkFEHFRMITL (60wt %, 0. 32
g) ZMX. HiIRT3 0RIRIBLAER, 4-T3I/-2, 3—IAF)N T/
—JV (1. 10g) ZMAZEIRTL O5HBILLZ, KIZ7T— (RODIIFF)
—4—2700-6—AbLFF /U2 (1. 20g) #MA110CT6 R
PRLU7c. RIGRICEAFIREE KR T MU D LKBHEE A, 7 0 OmIL ATHEYE L.
oOOR)\VABEEKRFRES XU ALATEHBREL-., BETBSEEEELTES
NEEE R, s0oRLA S TN (61) TRETSL YA L 70% b
T574—ICXOEEL. ZREDILEHEO. 78¢g. NE49%BTHEE,
'‘H—NMR (DMSO-—ds, 400MHz) 61. 87 (s, 3H), 1. 96
(s, 3H), 3. 97 (s, 3H), 4. 78 (s, 2H), 5. 23 (s, 2H),
6. 12 (d, J=5. 3Hz, 1H), 6. 54 (d, J]=8. 4Hz, 1H),
6. 69 (d, J=8. 4Hz, 1H), 7. 27—=7. 51 (m, 7H), 8.

31 (d, J=5. 3Hz, 1H)
BEFI16 N— (4= ([7— (NZUNFFL) —6—ARF—ad—F
UVIFFES) =2, 3—UAFN Tz —N' = (2. 4—UTL407
=)L) L7

4= ([T— (RVULFFL) —6—RARFL—d—% ) ULJFF) — 2,
S3=—AFIINT=ZU(260meg) #ZN, N—AFIFIVLTZIE(5m1)
WZEfELZE, 2, 4—27lF0 7z VI 7F+H—hk (12 1meg) %
ATERT—BRIE LI, A%/ —)LEMA. WETFEEEEEL TR SN
XE. A LB, ERL, ZEOLAWE2 1 9me. INE6 1 % THE~.
'H—NMR (DMSO~-—ds, 400MHz) 61. 99 (s, 3H), 2. 17
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J=
5. 1Hz, 1H), 6. 95—6. 98 (m, 2H), 7. 25—7. 63 (m,
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9H), 8. 05—8. 08 (m, 1H), 8. 34—8. 36 (m, 2H), 8.
79 (s, 1H) '
BER17 : 7T— (RPN AF) —4— (3—7)VFou—4——rar=z/
F) —6—AbFF /1

soaR>EY (3ml) 27— (ROPIFFL) —4—roo—6-—Rk
FF/)U(300mg). 3—7NFO—-4—-—=-rO07x/—)L(785mg)
ZEEL. 1 30CTORMB®HRLE, RINKRICZoOoRIL A, KEEF U
LKEREMA 1 RABRL L, REKZ7oOR)VATHEL, Z7ooR)LA
JBEEAKMES IR UALATEZ L, BETAEZEELTEHESNERS 2.
NFHEBEIFIL (1./1) TRETLEE UAXIN /O NS5 T 4 —
ICEDRBHEL, BEOEEWE 19 Tmeg. NE4L 7% THE~,

'H—NMR (DMSO-—ds 400MHz) 63. 83 (s, 3H), 5. 25

(s, 2H), 6. 91 (d, J=5. 1Hz, 1H), 7. 29—7. 50 (m,
9H), 8. 18—8. 23 (m, 1H), 8. 56 (d, J=5. 1Hz, 1H)
#ER 18 :4— 4—72/)—-3-—"7)AFA0T7xz=F) -6 —-—AbLFI =7
—-F/U /=)

7— (RINFF) —4—- (3-JlhhAn—4—=—_hrar7xz/F) —6
—AbFF /U2 (190meg) ZN, N=ZCAFIHRILAT I K (5ml).
PUZFNTI (Iml) KEMBL. KEEL/NTPTL (40meg) EMA.
KEFSHKITER T—HBHLL, BETHEEZEEL THEONLESZ, /O
ORI LAZ /=)L (2071) TREATLIEB VIO NTS T4
—ICEDHEEL., ZEOLEWZE 7 5mg. NES5 6 B TH,

'H-NMR (DMSO—ds, 400MHz) 63. 87 (s, 3H), 5. 11

(s, 2H), 6. 29 (d, J=5. 1Hz, 1H), 6. 77—6. 80 (m,
2H), 6. 93-=6. 99 (m, 1H), 7. 19 (s, 1H), 7. 40 (s,
1H), 8. 31 (d, J=5. 1Hz, 1H), 10. 03 (s, 1H)
BUEFI1 9 N— (2, 4—->7)l407x=)k) —N' — {2—-7)FAo—4
— [((7-EROF—6—-—A+Fr—4-F /1)) F] JxZ)L} LT

4— (4-T32/)-3-7)hA4a7x/F) —6—ALFI—-7=F/1 )
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=) (70mg) 2700%F)NA (1. 5ml1). N, N=SAFFIATIR

(Iml) WTWHEHBLER, 2, 4= 704072201V FH—hF (4 3m
g) EMATERTIMMRIGL/Z. RIGRICAY / — IV E2MA. BE Fals
BELTHONLESZ, yoafRlA/ A¥ /=)L (20./1) TRETZE
BIATINZOR BT IT7 40— 2L 0B, REOLESYWEETENITES,
'H—NMR (DMSO-ds, 400MHz) 63. 94 (s, 3H), 6. 47
(d, J=5. 1Hz, 1H), 7. 04—7. 10 (m, 2H), 7. 28—7.
34 (m, 2H), 7. 47 (s, 1H), 8. 05—8. 15 (m, 2H), 8.
30 (s, 1H), 8. 43 (d, J=5. 1Hz, 1H), 8. 97—9. 03
(m, 2H), 10. 10 (s, 1H)
BEFI20 : 44— 00—6—AbFL—7—-F /1 )—)L

7— (RPN FFY) —4—-—r700-6—-—ArF2F /U2 (10 Omg).
FATZV=I (300u 1), AFZIKRE (250 1) 2R 7)b40X
FANEE (1m1) [THEFEL3 00MEETERLAE, BETEME2ZE
L. 85N kB R TVLKBREMAFHIZL., AFY 2 EMA%
BwRELiz. HREZRIIAWML, ZEOLLEWE S5 3me. NE7 5% TE-.
'H-~NMR (DMSO—~ds, 400MHz):63. 98 (s, 3H), 7. 3
3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J=4. 9Hz, 1H),
8. 54 (d, J=4. 9H z, blH), 10. 37 (br, 1H)
BUEFI2 1 : 4 -7 00—-6~AbFL—7— (2—ARFThF) F/1

~

4—-2700-6—ArF—=7-F /1) /=)L (50mg). KEHUITL (4
Omeg). VLT RS —n—TFIT>E=ZIA (I9mg). 2—-TOFITF)
AFIVIT—=FI) (40meg) N, N=ZAFILHEINALTIE (10ml) =@
FRLT7TOCTLIBMIPLI. METAESEZEEL., BoN/H S ICHAREKSE
FThUDLKEERENAZOORILVATHEL., 700R\VABERKET R Y
LTEBR LIz, BETBEEZZEELTHEONAEERESEZ, AFHL /T h2 /¥
rOnOAy > (6,/2,/71) TREAYTR S UAS N I7OR MY ST 0 —i2k 08
L, REOLEGWE AL Tmg., WEKT7 4% THE,
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'H-NMR (CDC1;,400MHz):63. 49 (s, 3H), 3. 88—

3. 90 (m, 2H), 4. 04 (s, 3H), 4. 32—4. 35 (m, 2H),
7. 35 (d, J=4. 9Hz, 1H), 7. 40 (s, 1H), 7. 43 (s,
1H), 8. 57 (d, J]=4. 9Hz, 1H)
@35@%22:2—71:1[3—4—{[(6—)(!\:’1:*‘/—7——(2—)(I~=T-~‘/:1:}\fr-*‘/)
—4—-—F/UIAF} Ty
PAFINAINEFLRE (2m 1) KRBT PRI TL (60W%. 153me)
ZMA. 6 0CT3 0OWBEERICL, 4—F73 /-3 —-r007z /) —)Lig
B (343mg) ZMAEIRTI 0 BIRLA., KICPAFILZILERESL R (2
ml) ZEBL/ZZ4-200—-6~AbFL -7~ (2—ArFThE) *
/U (254meg) ZMMA110CT—RiBELA, RSKIZKEMZ Y OO
FIVLTHEG Lz, 7 00F) LB % BFIREEKREF MU & LA KEBTEHEEL.
BKEBET MU DL TRBRLE, BETHEBEZEELTHONARESE, o0
BIWL/ T2 (7./3) TERETSSUAFNV IO RTS T4 —i2k D5
"L, REBOLEBMESET-.
'H-NMR (CDC1l;, 400MHz):63. 49 (s, 3H), 3. 89
—3. 91 (m, 2H), 4. 02 (s, 3H), 4. 09 (s, 2H), 4. 33
—4. 35 (m, 2H), 6. 43 (d, J=5. 4Hz, 1H), 6. 85 (d,
J=8. 5Hz, 1H), 6. 93-6. 96 (m, 1H), 7. 15 (d, J=
2. THz, 1H), 7. 41 (s, 1H), 7. 52 (s, 1H), 8. 47 (d,

=5. 1Hz, 1H)
BHiEfI23 : 2—200-4—[(6, 7T—CARFL—4—FFJy=)J) FF

Yl =1

PAFIAINEFE (40m 1) IZKFEIEF UL (60w, 5. 80
g) ZMA. 6 0CT3OHMBLBERICLE, KICT4—-F3I /-3 -—r0on07
=/ —IVERE (13. 05g) ZMAEETI 04H®WE%,. J. Am. Che
m. Soc., 68, 1299 (1946)., J. Am. Chem. Soc., 6
8, 1305 (1946) RECKEBEEINDILIMERAFRICES>TERLEY
noOFFJ ) CEEERTHS, 4-—r700—6, 7T—ARFIFF UYL (8.
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14g) ZMA7Z. 110CT3 0N EBRLA®, RISKIC/KEMAY OOkl
L U7z, RNT. 7 00OFRIVABZEEFREKEF MU AKBKCEES L.
BAKFES P D LATEBRLUL, BETEREEZEEL TEONERBRIIIAY /) —
WEMARERE L7z, FTHLERRERIIAML., ZEOLEWE9. 13 g.
INE 7 6 % TH=.
‘H—NMR(CDCIL4OOMH2):64.05—4.O8(m,8H%
6. 85 (d, J=8. 5Hz, 1H), 7. 00 (dd, J=2. 7Hz, 8.
8Hz,1HL7.21(d,J=2.7Hz,lHL7.32(s,lHL
7. 52 (s, 1H), 8. 64 (s, 1H)

HESHE (EST—-MS, m z): 332 (M'+1)
BEHI2 4 - N=- NP —N— (2, 4=-7)Far7z=)) 73>

2, 4=27)A07 U2 (2. 37ml1). RZFILFER (2. 36m
) Zl@8BLIZAZ /=) (46m 1) ICHBEYT XYL (5. 59g) &4
BEOEBEZMA. EIRT4 5 5B L, KA TAKBLFRYEF RNUTL (2.
64g) ZMA. BiRTIRKERBRLL, BETAHEEEEL, K. BBEIFI
EINARBL. €571 2B L. BRELZHEITILTHEL., BAKEF -
DOLTRRLZ, BETEREZZEELTESNABREE, AFH L/ TER>
(301) TRATAUAZINIO M ST 40—k 08BRL. B
BME3. 04g. INE6 0% THEE,

‘H—NMR (CDC1;, 400MHz):64. 34 (s, 2H), 6. 56
—6. 82 (m, 3H), 7. 25—7. 38 (m, 5H)
BUEFI2 5 : AFIN 44— (RO AFAFL) —5—-ArFL—2-——ho~R>

VI—b
FIRDOAFIUNZL—M50g). REAUTL (76g) 2N, N=IAF
WHRIVLAT IR (200ml) ICBMEL. BIEN2)L (33ml) 21 04H»
THETL. BRT—B®REARLE, kE2200m 1Nz, EEEITF)L LS.
S SIHBBICEMEEKEMABE TFILTHE Ux, SEEICHEETF R ™
LEMAFIRUZ, RIT, AEHEE>BRBET CEEEEEL., Boh-mE
EHEERTTERT2LAB0EKEG6 8 gB/=. HEWT., KA TFTTEBE 1O
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Om 1 BXLUWHE2 00m 1 £i0A. SEMEBBRZICKEMLIEZ. BoN-EIE

EBMU, KTHAWH LEER S THBREICREOLAMET 4 g8, IX
29 3%,

'H—NMR (CDCl:;, 4 00MHz): 3. 90 (s, 3H), 3. 98 (s, 3
H), 5. 21 (s, 2H), 7. 08 (s, 1H), 7. 31—7. 45 (m, 5
H), 7. 51 (s, 1H)

BUEGI26 1 7T— (RUNFFL) —6—APFL—3, 4—Tk Ro—4 —
FFVY )

EFEIRTFTTAFIN 4— (RPN FF) —5—-ARFL—2-——(roRy
I—h (15. 0g) £ (200m 1) ICIEME. &% 9% (13. 2g)
EMA. 9 0EFETHEL I HEEBRLE., BoNEREOEEELES 1 38
U, BFEETHR L/, BRICISEEEEMAT- %, BEERTEEET S & BEIHF
Bz, BoNEEESRL, BEBIFI., T—F L THEL., BZEL 7T
WARLT-, ST, BONABRKICIOORA, A ) —)LEMATAES &
e, 10 %KEMEF B U Y AKEREMABRL A, 5122 0oK)lL A TH
HU. KTHSLESG., THBEHET MU YL TERL, K. GHEEE 216
BMET TRIEEEEL, BoNAREEEER TTHBREL, AF) 2-7
24— (RN FFL) =5 —-ARFIR/I—FOHEEMAE 9. 5

g, INET 0%, |
"ONIEAFIV 2—T3I)—-4— (RN FFL) —5—ALFI X2/
I—h (650mg) ZN, N=ZJAFIKINLTIR (15ml). A& /—)b
(3m 1) 1ML, FIVATIE (0. 46m1). FRUDAARFLE (3
73me) EMA. 10 0EETRIEL. —MpfH L/, =EE CHEEAS 1
OmiiNA 7=, 1 MHIEEK TRNEE T 5 & BAAHRH L7, EEESHRL.
Ko T—F L THEBEZERY T THEL, ZEOLEMES 6 6me B, IX
T8 T7T%.

'H—NMR (DMSO-di, 4 00OMHz): 3. 88 (s, 3H), 5. 25 (s,
2H), 7. 23 (s, 1H), 7. 33—7. 49 (m, 6H), 7. 97 (s,

1H), 12. 06 (br, 1H)
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BLEFI2 7 07— (RPN AFY) —4—r00-6—RXFFLFF />

T (RPN FFL) —6—AbF—3, 4—TbFO—4—FF1
> (400meg). PAVTOENIFIFI> (0. 3ml) icFF8E(y >
(515m1l) ZMX. 2 04MBHRLA. WBIZEHEE, 10 % IKBE{L T kU
VLKEBREMA . 7 0ORIVATHE LU, SEEEZREST FU Y LA THEL.
AHRMEZSBERBET TEEE2EBXRL. BoONEBELEL R I THSEL. =
EOLEYME420megHi, NEI 9%,
'H—NMR (CDCls, 400MHz): 4. 08 (s, 3H), 5. 34 (s, 2
H), 7. 35—=7. 51 (m, 7H), 8. 86 (s, 1H)
BLEGI2 8 : AFI 5— (RZPIAFL) —4—ArFL—2-—=hor>

vV I— bk
MIRDAFIL 3 -EROFI—4—APFIXVI—F(10g) HEH
Do (23g) ZN, N=ZAFIFRILATIR (50ml) IcEmEL. B
NP (6. 5ml) Z1 09N THTFL., BET—BBRLE, k%220
Om | IR, BREETF )L THIHME, & 5104 WM 1o S0 Rtk 2 I % HEls = )1
T L7z, AHEMEICRE S U D AZMAER U, K. B E 28155
ETFTTEREZEBEL. BoNRECETR I TEHRT D EAAOEGKE 8.
4 g/, FENT, BENAEBEEKT. 0gE 75 2TIZAN., KAETTEHR: 1 O
Oml%iﬁ%@ZOOmlémi\Sﬁ@%#%KKEMXEQ%Bht@%
EBRL. KTTHWERSELEZER I THEISEEDLEWET. 9 g/,
XZE9 6 %,

'H—NMR (CDCl:;, 4 00MHz): 3. 89 (s, 3H), 3. 96 (s, 3
H), 5. 21 (s, 2H), 7. 15 (s, 1H), 7. 34—7. 45 (m, 6
H)
HEFI29 1 6 - (NZPIFAFL) —7—AbFP—3, 4—JLRo—4-—
FFY S

ZIRTTAFIL 5— (ROINAFAFY) —4—-ArF -2 - bOR>Y
T—h (15. 8g) ZEB: (200m 1) ICHEAME. 8 Pk (13. 9g)
ZMA. 9O0EETHIRL I FMBRLE., BONEKRAOEGKE LS 1 ~ 26
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U, BFERTHep L7z, RBRICIBEBEZMA /=%, B®E2RERET 2 EEEDIIF
WMl7Z. FENLEFZEZARL, BFBETFIL. T—FIITHkElL. BELOPEL 7T
Bl L7z, BEWT. BoNEBEFICZOORILA, AY ) —)LEMATAESE
7=#%. 10 %KEEF U VAKBREMABR L7z, &5y oonil AT
U, KTHSFLZR, FHRHEECHET M) DA TERL, Ko, GHEES 38
BRBMET THERZEEL, BONERBEZEETR TTEERL., AF) 27
/=5 (RPN FFY) —4—APFIN I~ FOEERIME1 0.
4 gfg/z. INET7 3%,

BONTEAFIV 2-TFTI/—5— (ROPNFFI) —4—ARFIR2Y
I—h (5. 08) EZN, N=ZAFILHKILATIR (150ml), A&/ —)
(30m 1) iIZEREL., FIALTIR (3. 5ml). FRUPTAARFLR (2.
8g) ZMA. 100EETHEL., —BBIRL/~, TRETEHEEKE L Om
WA 7z. 1 MEBKTRGKREFINT S EBEAHELE, BEZST]L. K.
IT—FIITHEREZERN T THERL., BEOLEWES. TgEk. WET 6
% o
'H—NMR (DMSO-d;, 4 00MHz): 3. 92 (s, 3H), 5. 21 (s,
2H), 7. 16 (s, 1H), 7. 33—7. 49 (m, 5H), 7. 55 (s,
1H), 7. 99 (s, 1H), 12. 06 (br, 1H)

HEHI30 : 6= (NXPIIAF) —4—-raO0—7—RArFFFJY

6— (RZDIFF) —7T—-AMF2 -3, 4—-JbRO—4—xF1 )
> (3. 5g) PAVIZOEINZFNFTI> (11. 5ml) oA+ >
(3. 1m1l) ZMA. 2 0REHLA. TEICHEE., 10 %KE{EF U
T LKW EMA ., 20 OR LA THHB LU, BHEEEREET N A TERL,
FHEZSBRBET THEEEZEEL., BoNEBELHT R S TEHEBRL, =
Bolbemz 2. 9gHBi. NEL7 2%,

'H—NMR (CDCls, 4 00MHz):4. 07 (s, 3H), 5. 32 (s, 2
H), 7. 35—7. 53 (m, 7H), 8. 86 (s, 1H)
BUEFI3 1 : 4 - {[7T - (NN FFI)—6—AbF—4—FF 1) = )]

117

AF ) —2—roary=1 >
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7= XN FF) —4—r700-6—-ARFLFFVYL(30. 0g)
EFRSTFNTEZTLZOUR (13. 9g) #87F> (400m 1)
WCIEELUERTHRBE L, ZOBIKIZ2 0 %KEEILT N Y AKSBK (64m 1)
WiEEL4 -7/ -3 —sunorvxz/—)VIEREE (36. 0g) 2HEmML~
®., SRREMEBERL /. ERETHAIL. yoofRiLh, KENA-®rO0
RIVATHE L, BERUREKET N U7 LOKERK. SBIMAE/RTHRE L., EARE
BEr bUDLATEMEL, KiT, BT MU DLAERELEE. BAEEZEELT
BONZERBEZEZAY /I THEGE L TESN-BEHRE2EZR T CHRFEE L/~
LTARBEOEWMN36. 6gBEo5NE, XK 0%,

'H-NMR (DMSO-—ds, 400MHz):63. 96 (s, 3H), 5.
34 (s, 2H), 6. 86 (d, J=8. 8Hz, 1H), 7. 00 (dd, J
=2. THz, 8. 8Hz, 1H), 7. 22 (d, J=2. 7Hz, 1H), 7.
35—7. 54 (m, 7H), 8. 53 (s, 1H)

BEFI32 : N— (4— {({7— (RODIFFL) —6—ArFT—4—FF
Do) FF) —2—-2o007z2=))) =N’ —ZFOB)IYLT

4= {[7— (RDNFF2) —6—-ArFL—4—FFVY)L] FF)
—2—ou0nOryZUr (12. 2g) Z2EK700FRINLICHEHRLEZE. MUT
FIT7T22 (8. 4ml) ZHEMUERTHEELE, KicEkroof)la (1
2ml) KhUKRAT Y (4. 5g) 2BMURBSHFPICH T LE., EBT20
DL E. n—7OBNTI> (4. 9m ) #MA~. EETESIC1E
MRS T2 LABEEMTEHLE, COBKEZBIRL 2 00fR)LL TliEdT 5 &
REDILEGMMN9. 4giFoniz, X6 3%,

'H-NMR (DMSO—-ds, 400MHz):60. 91 (t, J=7. 3H
z, 3H), 1. 44—-1. 50 (m, 2H), 3. 06—3. 09 (m, 2H),
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97—7. 01 (m, 1H),
7. 23 (dd, J=2. 7THz, 9. OHz, 1H), 7. 37—-7. 57 (m,
9H), 8. 20 (d, J=9. 3Hz, 1H), 8. 55 (s, 1H)

SR 33 : N—-{2—-/700—-4—-[(7—-bROF>—6—AbF—4—F

FVU=Z)L) AF] T2} =N —FoEly LT
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N— (4= {[7=— (RZPNFF) =6 —ArFP—4—FFVU-)] #
F) -2-r70on07zx2)l) =N’ —7ObIILT (42, 2g) #2hU T
IWADEE (200m 1) ICHMBLER. AFZNVKRZE (11. 1ml) %
ML 100CTARMEBERLE, ERETEL N A OBBEEZRMEZSEL
2o FHOZIBEWMC/OOFRIA, A%/ —)LEMA. 10 %KELFRUSTA
IREETET 3 EM L7z, RIEEZBERETHNT 2 EEENITELE. OB
EEK AF /=), T—FINOIETHRELUEZER S CTRIETESET S L EE
DIEEWM2 0. 7gNEoni, NE6 0%,

'H—NMR (DMSO—-ds, 400MHz):60. 91 (t, J=7. 3H
z, 3H), 1. 42—-1. 49 (m, 2H), 3. 06—3. 17 (m, 2H),
3. 84 (s, 3H), 6. 65 (s, 1H), 7. 03 (m, 1H), 7. 14 (d
d, J=2. 7Hz, 9. OHz, 1H), 7. 20 (s, 1H), 7. 35 (d,
J=2. 7THz, 1H), 8. 05 (s, 1H), 8. 14 (dd, J=2. 7H
z, 8. 8Hz, 1H), 8. 19 (s, 1H)

BEFI34 :6, T—-JAF—4-—FFn

2=72/ =3, 4=PALFIZBEBFHEAFI (20. 0g. 94. 8mm
OL)IHNALTIR (150m!l) #MAT. 8. 5KRI1 6 0CITMmMEL 7=,
RIGEzGHHE, 2BL. FoN/kBE/K (100m1 X 2E) THEL~,
G U7ZBRZE TR R L TCER®ME17. 85¢g. INEO 1. 5% THE~,
'H-NMR (DMSO—-ds, 400MHz):064. 01 (s, 3H), 4. 0
2 (s, 3H), 7. 14 (s, 1H), 7.34 (s , 1H), 7.61 (s,
1H), 7. 97 (s, 1H)

BiEFI35 :4—r0o0—6, 7T—IARNFIFFIY

6, 7T—AbF—4—-FFvno> (50. 1g. 0. 24mo 1) ITAI
BT (250ml) BREFFHF{LU> (250ml=412. 5g. 2.
69mo 1) ZMATI20CT1RMBRLE, BEETHRE. HETEHR
DAFIFAY > ZFEL, BEZKK(1000m D) icEEroofibs (1
000m1) ZMA7/Z. 20 %BKEAFNITILATKBOPHZG6. SICHHEL.
BB LKBEDER LUz, DIRL7=FEWEEZ/K (1000m 1 X 6E) THEL
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T, MBS MUDLATERELEE, BEBELE. BEICFMSEROTS (4
70ml) ZMABERKL., —5C~—10CETHHL., #:8 - 8L CHEY
238. 5g. WEKT71. 4%THE~,
'H—NMR (DMSO—-ds, 400MHz):64. 09 (s, 3H), 4. 0
9 (s, 3H), 7. 14 (s, 1H), 7. 34 (s , 1H), 7. 61 (s,
1H), 7. 97 (s, 1H)
HEFI36 : 4—rad—6, 7T—SARFIFFIY D

6, 7T—-AbF—4—-FFv/Or (10. 0g. 48. 5mmo l) Iz k
WT2 (100ml) BRUAFIHEU > (7. 4g. 48. 6mmo 1) %
MAT120CTG6. SEREMARLKL, ERETHAK, @EL. Ml (1
OO0Oml., 50ml) THHLT, #&&RL. BAME 1 1. 5g. T 1%T

BEHI3 7 :4— (4° —F73)-3" —rvon) —Jx)F2—6, 7T—IR
FEFFY S
4—72/—-3-/7007x/—J)LiEEEE (14. 6g. 8 1mmol) ik
Bk hUDL (8. 5g. 0. 21mol) BLUK (90m 1) ZIMAER
SE, 4-2700-6, T-YARFFFVIL (12g. 53mmol) B
LUBAFINITFINT L2 (225ml) Z2HAT. 2EMABRLE. REEEY
5 0CITwHANE. voamkiLA (500m1) BKUK (500m 1) #mMxT
LOHMR LR, ARELKBEDE L. DEL/KBEEIZZ ookl
LH (250ml) ZMA. 1 0XMBERLZE. SKLAE. Boh-aiEE
FERMWEL. FREZBL. BHEICAY /=)L (50m 1) %Mz 3 04 L 7~
B, @ EZBRLTEMME 15, 6g. NE8 5% THE:E,
'"H—NMR (DMSO-ds, 400MHz):63. 95 (s, 3H), 3. 9
7 (s, 3H), 5. 33 (s, 2H), 6. 85 (d, J=8. 8Hz, 1H),
6. 98 (dd, J=2. 8Hz, J=8. 8Hz, 1H), 7. 20 (d, 7
=2. 8Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 8. 53 (s,

1 H)
HEHI38 44— (4 —F3I /-3 —xon) —Jx/)F—6, 7R
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bFFFY >
4—-73/-3—-7r7007x/—)ViEEEE (1. 3g. 7. 2mmo 1) 22
0 BKREBALFT FUDTLKEBK (3. 5m1) BLXUK (2m 1) 2MABES B,
4—-700-6, 7—JARFFFJUT (0. 8g. 3. 6mmo 1), O
ORNA (6ml) BEXEF NS TFIT>E=ZILTOIR (0. 58¢g. 1.
8mmo 1) ZMAT. 2KMERLZ. RIGEZSHRE, 7oof)ls (10
ml) BXOK (1 0m 1) 2MATI1 OSREHEBRLE%, FEELEKBESIK
Uiz, 7 L7-/KEZEIZZ7oob)bs (1 0ml) 2. 1 04MEERL~
B, MRLZ. SONTARBEZETEBHEL. BEZE/. BBICAY /—)L (2
ml) ZMA300FEEHELLE. EE - -ZHRLUTEAYE 1. 0g. IXE8 3
% T1FIz,
EEFll : N— (2, 4=27)4A0OXRCPJL) =N — (4— [(6, 7—-T A
b —d4—-F /1)) FFL] —2-T)lForz=)l} IL T

4= [(6, 7T=AbF—4-F))) FF2] —2-7)For=y>
(100mg) 2RIV (5. Om1l), PUZTFIFTI> (1. Om 1) iz

BIBFELIZE, 200Xy > (1. 0ml) IKHEMBLERUFRIZ> (103
mg) ZMAT3HEMARRLZ, KIZ2, 4 -7 )4axX>2) 73> (5
dmeg) ZMAT. ES5ICSKBMMAERL . RIS REKEF MUY
LKEEIREMA, Z700R)VATHEEL, 7 O00mLARBEEKHKEES R U™ L4
TEBRLUIC BETEHEEZZEL THEONAREE, 7O00FRIL /TR (2
A1) TERET UATINV O NI S 74 —ICX 0B L., ZEOLEW s
123mg. INFE8 0% THE.

'H-NMR (CDC1l;, 400MHz):64. 02 (s, 3H), 4. 03

(s, 3H), 4. 47 (d, J=5. 9Hz, 2H), 5. 78—5. 90 (m,
1H), 6. 46 (d, J=5. 4Hz, 1H), 6. 74—6. 99 (m, 4H),
7. 0383-7.14(m, 1H), 7. 35—7. 44 (m, 2H), 7. 50 (s,
1H), 8. 16 (t, J=9. 0Hz, 1H), 8. 47 (d, J=5. 1Hz,

1 H)
HEoWE (FD-MS, m/ z): 483 (M)
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EWFI2 - N—{4—- [(6, 7T-ArFT—4-F/UJ)) FF2] —2—7
hAO7z=)} —N' — (2-7)4axF)) L7
4—[(6, T-PAPF—4-F/UN) FF] —2—-TiAnr7=y >
(100mg) Z2hx> (10ml). PUIZFIFI> (0. 5ml) izhisk
BRELER., 2700XF> (1. 0m ) IKEMBLERMIKRAZF > (4 7Tmg)
EMATS oEMARRL /. RICTEBE2 - J)NAD0TFITFTI> (42me)
BZAIA T, S5IC8KRMIMBARR L /2. RINEICEEFIREEKEF MU Y LKERK
ZINA. BFETFIITHIE L., BFBE T F N EEZEKREST R U Y A TER L,
WETBEEZEEL THoNAEES 2, vood)lh  7Er> (2/1) TE
A2 UA5N 0TI 7 0 —ICEk0BEL,. BEO(LEWA9 3me.

W27 2 % T1&/,
'H-—NMR (DMSO—-—ds, 400MHz):63. 40 (m, 1H), 3. 4
7 (m,1H), 3. 93 (s, 3H), 3. 95 (s, 3H), 4. 42 (t, J
=4. 9Hz, 1H), 4. 54 (t, J=4. 9Hz, 1H), 6. 51 (d,
J=5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1H), 7. 28
(dd, J=2. 7THz, J=11. 7Hz, 1H), 7. 40 (s, 1H), 7.
49 (s, 1H), 8. 21 (m, 1H), 8. 47 (br, 1H), 8. 48 (d,
J=5. 4Hz, 1H)
HESNE (EST-MS, m/z):404 (M'+1)
Fhufl3 : N— {4— [(6, T—AbF—a—-F/U)) FF] —2 —
WA a7 )l —N' = (2-—EBUZILAFIV) LT

4—-[(6, 7T=YRAPF—4—-F/U)) FF2] —2-7ihFar=y >
(100mg) Zzh)lT>(5ml), NUZFITFTI> (1ml) ITEELE.
PoOaAY AZEBELIERURRAST Y (104meg) ZMATU 7S v I R %
5Lz, KIZ2— (T AFI)

EU22 (40wp 1) ZHA. MEARREZ 2RREIL /2. RISHICEFIREE KK S
FUTLKEHR (I1m 1), 70O00KR)VA (2m 1) 271V I @B#BL,
sO0O0RINVLATHELZ, BETEEEZZEELTHEONAERESEZ, ookl A
A=V (8 1) TEBRAITDUATIN IO T ST 4 —iICkDREHE L,
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REDILEWZ1 26meg. [NEB 8% THE.
'H-NMR (CDC1;,,400MHz):64. 07 (s, 3H), 4. 09 (s,
3H), 4. 61 (d,J=5. 4Hz, 2H), 6. 40—6. 50 (br, 1
H), 6. 61 (d, J=5. 9Hz, 1H), 6. 92—-7. 01 (m, 2H),
7. 21—-7. 25 (m, 1H), 7. 36 (d, J=7. 8Hz, 1H), 7.
56 (s, 1H), 7. 68—7. 78 (m, 2H), 7. 75 (s, 1H), 8.
27—-8. 34 (m, 1H), 8. 49 (d, J=6. 1Hz, 1H), 8. 55
(d, J=4. 1Hz, 1H)
BESHHE (FD—MS, m/z): 448 (M)
EHigl4 N=FTUI—N" — {4—- [(6, TPALFT—a—-F/Y)) #F

F] —2-—TlFA0T =)V} IL T

4—-[(6, 7T—2AbF—a4a-F/U)) AF2] —2-T)For7=y >
(100meg) Zh)T>(5ml), NUIFNFTI> (1ml) ITHEBLH.
oOOXAY U AEBRLZRURAST > (104meg) 2MA. MBAERE S H
MLz, RIZTUNT I (22meg) 2MA T, E5ITMBREGRKZ 4RFRHIL 7=,
RIS EAFIREE/R ST R U T AKBHE (1m 1), 7oar)ba (2m 1) 20
ATAVIEICRFEL, J0OfR)VATHEHLE, BMETEREEZEELTESN
EEEE, yooaRL S TN (21) TEBTSUATIL IO NS
TT74—WEDEEL, REOLEWE125meg. [NEI 8 % THZ.
'H-—NMR (CDC1;, 400MHz):63. 91—3. 96 (m, 2H),
4. 06 (s, 3H) ,4. 09 (s,3H), 5. 14—5. 20 (m, 1H),
5. 26—5. 33 (m, 1H), 5. 58—5. 66 (br, 1H), 5. 86
—5. 98 (m, 1H), 6. 56 (d, J=5. 9Hz, 1H), 6. 88—7.
01 (m, 2H), 7. 23 (s, 1H), 7. 55 (s, 1H), 7. 66 (s,
1H), 8. 26—8. 33 (m, 1H), 8. 47 (d, J=5. 9Hz, 1H)
BESHE (FD-MS, m./ z): 397 (M)
EWEFIS : N— (4—-1 (6, 7T—AbF—4-F/UI) FFN1—-2-—-7T
Ao 7)) —N' -7oeiloL 7

4—[(6, T—=PARFT—4—F/U)) AF]-2-7)A4O7=1 >
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(100mg) #hJLT> (10m!l), NRUZTFILFTI> (2ml) WCIER L7
., PrOOXAYLERLEFURZSY (104meg) EMATS S RmME
BIL. JICTOELTSS (29me) £MA. 4 0 HRMBABRLE. K
IS BRI RBE AR R T R U & LKAIREMA . BEBETF )L THH L=, BrleT
FVBETAREEF ~ U Y ATER LU RE TR EBEL TRLNERE 2.
yOORINES AT /= (10/1) TRETEES UASNL a7 oS
T4tk DBBL. BEOLAWES 9me. WRT 1 % THEE,
'‘H—NMR (CDC1;,400MHz):60. 97 (t, J=7. 6Hz, 3
H), 1. 55—-1. 64 (m, 2H), 3. 24—3. 29 (m, 2H), 4. 0
5 (s, 3H), 4. 06 (s, 3H), 5. 11 (t, J=5. 4Hz, 1H),
6. 51 (d, J=5. 4Hz, 1H), 6. 74—6. 76 (m, 1H), 6.
91—6. 99 (m, 2H), 7. 48 (s, 1H), 7. 52 (s, 1H), 8.
18-=8. 23 (m, 1H), 8. 49 (d, J=5. 6Hz, 1H)

HEN#HE (FD-MS, m/z): 399 (M)
EgI6 N— {4— [(6, 7T-CARF—4-—-F/U)) FF2] —2—-7
WA 7z =)} =N — (4—7)FA0TFI)L) L7

4—-[(6, 7T=ARF—4—-F)J))) FF2] —2-T) 4071 >
(100me) £FLT> (6m1). RUZFLTI> (1. Om 1) IInshis
LI, 2200 A8> (1. 0m 1) IKEMLE R HRZ5> (104me)
EMAT5 SREMBER L, K
A—TNAOTFINT I EEE (55me) EMAT. &5 2 HEMMEHR
L7, RASHEIZ SR REKET b U 20KSEEMA, & 0080 A THIH L.
7 OO A EBKREESF U ATEE L, REFAREZELTELH
EEEE, sOOFLA S FERY (2/1) TEMTASUH50Lo0% ks
574 —ICEDEHEL. EEOLEWES Ome. INES5 5 % TR~
'‘H—=NMR (CDC1l;, 400MHz):61. 66—1. 87 (m, 4H),
3. 33—3. 40 (m, 2H), 4. 04 (s, 3H), 4. 05 (s, 3H),
4. 44 (t, J=5. 6Hz, 1H), 4. 56 (t, J=5. 7THz, 1H),
4. 90 (t, J=5. 7TH, z, 1H), 6. 48—6. 52 (m, 2H), 6.
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93—-7. 02 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 8.
15 (t, J=8. 9Hz, 1H), 8. 50 (d, J=5. 1Hz, 1H)
HESHE (FD-MS, m. z): 431 (M)
EWEFI7  N— {4— [(6, T—IAbFT—4—-F/)Y)) FF] —2-7
IMFAo7xz)l} =N’ — (2-7a¥=)l) o7

4—[(6, T—TAbF—4-FU) FF] —2-T)Far7=1 >
(150mg) Z2700FNA (10ml). PUTFIVTI> (2m ) IZEHE
L., 2780X5 NZBEBLEZMIERAST > (156meg) 2MATL 05EmM
BBl KiC7o/FI)ILT 2> (53me) 2MAT. 5123 04/
BB L7z, ROSRICEEMKRE/KRESF MUY LAKBEZIINA., 7 OOkl A TH
HU, Z708RNVABEEAKETS N DL TEHBZL., BETBREEZZELT
"TonEEE, so0fRiLa /TN (2/1) TREBITS L UASI 20O
NhTST74—ICKOKEL, REOILEME164meg. NEK8 7% TE-.
'H—NMR (DMSO—-ds, 400MHz) 62. 49—2. 51 (m, 1H),
3. 90—-3. 95 (m, 8H), 6. 52 (d, J=5. 1Hz, 1H), 6.
89—6. 92 (m, 1H), 7. 04—7. 06 (m, 1H), 7. 26—7.
29 (m, 1H), 7. 39 (s, 1H), 7. 49 (s, 1H), 8. 16—38.
20 (m, 1H), 8. 46—8. 49 (m, 2H)
EWFIS - N—{4— (6, 7T—=PAbFI—4—-F/Y)) AF] —2~-7
VAo 7xz=ZJ)} =N’ —ZFINILT

4—-[(6, T=PAMFT—4—FUJ)L) FF] — 27407 >
(100mg) Zh)LT> (8m1l)., NUZTFIFTI> (1. Om ) ITMERA
FRLI%., BT (1. Oml) ICBMLAZNUKRZRST > (4 7mg) 22X
TSoMMBAERLE. RICEEBETIFNTI> (60mg) ZMAT. 55
RFRTINZER U7z, ROSHRICEAFIREE/KFE ST MU D LKARE A . Bl TF )L
THHL, BEIFIEZEKEEST MU DA TEEL, BETEEEERL
THOoNEESZ, vooRIVA/ TEh> (2/71) TRBEATZUNT LY
O KTST74—ICKOBEL. ZEOILEWE 7 O0meg. NES5 3 B THEX,
'H—NMR (CDC1;, 400MHz):61. 21 (t, J=7. 3Hz, 3
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H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5.

64 (br, 1H), 6. 55 (d, J=5. 6Hz, 1H), 6. 89 (dd,
J=2. 7THz, J=11. 2Hz, 1H), 6. 97 (m, 1H), 7. 26 (b
r, 1H), 7. 54 (s, 1H), 7. 62 (s, 1H), 8. 28 (t, I=9.
OHz, 1H), 8. 47 (d, J=5. 6Hz, 1H)

HE,#E (ESIT—MS, m/ z): 386 (M'+1)

EWHIO : N—TFI—N' — {4—[(6, 7T—AbLFL—4—%F)1)) #
F] —2-—lAarz=)l} yLF

4= [(6, T=AbF—4-F ) U)) FF] —2—-ThFar=y >
(100meg) ZhIT> (8ml), PUZFINFTI> (1. Om 1) IThzE
L. PV (1. Om 1) KHEBBLERIKRIZFY (4 7mg) A
TS EIMEBAERLZ, KIZTFINTI (80meg) 2MET. X517 5K
MEAER L 7z, KISRICEFIREE/KFEF MU T AKBKENA. BFEET F)L T
HU. BFETF IV EAKE S N DL THERE L., BRETARE2EELTE
sncksz, yoofRibL /7> (271) TREATZ U VO
FIST74—ICXDBEL, ZEOMLEWE 11 7me. NES 1% THE,
'H-NMR (CDC 1, 400MHz):60. 94 (t, J=7. 3Hz, 3
H), 1. 40 (m,2H), 1. 55 (m,2H), 3. 29 (dd, I=7. 1
Hz, J=12. 9Hz, 2H), 4. 06 (s, 3H), 4. 09 (s, 3H),
5. 72 (br, 1H), 6. 56 (d, J=5. 9Hz, 1H), 6. 88 (d
d, J=2. 7THz, J=11. 2Hz, 1H), 6. 97 (d, J=9. 0Hz,
1H), 7. 33 (s, 1H), 7. 55 (s, 1H), 7. 65 (s, 1H), 8.
30 (t, J=9. OHz, 1H), 8. 46 (d, J=5. 9Hz, 1H)
HELE (ESIT—-MS, m 2):414 (M'+1)
EWEBIL 0 - N— (sec=TFI)) =N’ — {4—[(6, T—TArFL—4—
F/U) AFIN -2 -TlForz=)l} LT

4=[ (6, T—YArF—4—F/J)L) FF2]—2~-7)bdOry=1 >
(100meg). 2700kR)lA (5ml). FUIFILTI> (1ml) KR
L7z, 2r/0OxAS U ICBMLAZMIERIS > (104me) A TS HE
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MBBF L7z RiZsec—TFNFTI> (48u 1) £Mx. 105 mMs
flrz. METHEEZBERLTHONZESIZ, 700K L/ TEL> (8
2) TREATZUASIN IO NS S 74 —ICk0BEHL. EEOLEWE 1
17mg. {FE8 9 %TH~,
'H~NMR (CDC1,,400MHz):60. 95 (t, J=7. 6Hz, 3
H) ,1. 18 (d,J=6. 6Hz, 3H), 1. 47—1. 55 (m, 2H),
3. 79—3. 89 (m, 1H), 4. 04 (s, 6H), 5. 28 (d, ]=8.
1Hz, 1H), 6. 48 (d, J=5. 4Hz, 1H), 6. 89—6. 98 (m,
2H), 7. 08 (d, J=2. 7THz, 1H), 7. 42 (s, 1H), 7. 51
(s, 1H), 8. 20—8. 24 (m, J=9. 0Hz, 1H), 8. 438 (d,
J=5. 4Hz, 1H)
"B 0HE (EST—MS, m/ z):414 (M'+1)
EEgll 1l : N— {(4-[ (6, 7T=JAbFT—4—F 2UJL) FF2]-2 —
iAo 7)) —N' =V TFIILT
4—-[1(6, T—AbRF>—4—-F/Y)) FTFI-2-7iFAar=y >
(100mg) Z2700FR)A (5ml). hUITFILTI> (1ml) IZHEMEL
. PrOO0AY ICEMBLIZNUKRZS S (1 04meg) £2IA TS SN
BOBWL Iz, RICAVTFILTI(50u 1) ZMA. 1 00MBmessEmL /-,
KR zZ7ooafR)VA /7T 1\7‘(4/1) TRATD U TF I ryax bss
T4 —ICEOBHEL., REO(LEYMEEEMIZE-,
'H-NMR (CDC15;,400MHz):60. 94 (d, J=6. 6Hz, 6
H), 1. 77—-1. 84 (m, 1H), 3. 10—3. 13 (m, 2H), 4. 0
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J=5. 4Hz, 1H),
6. 47 (d, J=5. 4Hz, H), 6. 88—6. 97 (m, 2H), 7. 1
8
3

(s, 1TH), 7. 41 (s, 1H), 7. 50 (s, 1H), 8. 18-8. 2
(m, 1H), 8. 48 (d, J=5. 1Hz, 1H)
BESHE (ESIT-MS, m/ z): 414 (M'+1)
EHll1 2 :N—- {4—-[ (6, 7—JAbF—4—F/Y)) FF]—2—
ZNA0T7cZ2)b =N — (1, 2= AF)L7OEN) L7
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4—[(6, T=PAPFI—4-F/UN) FF]-2-T)Anry=y>
(100meg). Z2Zroofibs (5ml), NUIFIFTI> (1ml) IZERE
Liztg. 200X 5 ICER L MNIKRZASY Y (4 7me) 20X T3 040
ERTERELZ. RIZ1, 2-JAFNTOCNLTI> (55 1) 2. 1
ONMZERTRIELE., RETHEEZERLTEONABEE, yOOKkIL A,
Tbh2 (2/71) TREAT3SUISIN IO S T —ickD@ERL. =
RBOLEWE8 9meg. NHE6 5% THE:,.
'H-NMR (CDC1;, 400MHz):60. 93 (d, J=2. 2Hz, 3
H), 0. 95 (d. I=2. 4Hz, 3H), 1. 14 (d, J=6. 8Hz,
3H), 1. 72~1. 80 (m, 1H), 3. 76—3. 84 (m, 1H), 4.
04 (s, 3H), 4. 05 (s, 3H), 4. 91 (d, J]=8. SHz, 1H),
6. 48 (d, =5. 4Hz, 1H), 6. 74 (d, J=2. 9Hz, 1H),
6. 91—-6. 98 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H),
8. 18—8. 23 (m, 1H), 8. 49 (d, J=5. 4Hz, 1H)
HEOWE (EST-MS, m/ 2):428 (M'+1)
ERgll3 : N— {2—2ro0—4— [(6, 7—ARFET—4—F7Y)L)
AFx] ZJxZI)V) =N’ —=JoE)o L7
2—700-4—-[(6, 7T—AbF>—4—FU)L)FF2])1 72> (1
00mg) Z2roolR)Lh (7. Sml). PUZFINTIZ (1ml) IZEMRL
It JOORNVAITERLIENUKRRZAY > (9 9meg) 2MA T, MBERZ
SHAEILZ. RIZn—-70ENT2> (21mg) 2MAT. &5ICsg@mz
2RFREIL 72 ROSHRIC AR REE /K E I B U 7 AKIBIREMA 71V I B L .
Z0o0fR)NATHELZ, BRETEH2ZELTEONAREE, 2ooFRILA
SAET =8 1) TRHETRSUNSINIZOR N ST 4 —I2 L DR,
REOILEMEEENIZE/-.
'H-NMR (CDC1;,400MHz):60. 99 (t, J=7. 3Hz, 3
H) ,1. 58—=1. 65 (m, 2H), 3. 24—3. 31 (m, 2H), 4.
04 (s, 3H), 4. 05 (s, 3H), 4. 94 (t, J=5. 9Hz, 1H),
6. 48 (d,J=5. 1Hz, 1H), 6. 77 (s, 1H), 7. 11 (dd,
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J=2. THz, 9. OHz, 1H), 7. 21 (d,J=2. 7Hz, 1H),

7. 43 (s, 1H), 7. 52 (s, 1H), 8. 27 (d, J=9. 0Hz,
1H), 8. 50 (d,J=5. 1Hz, 1H)

HEDE (FD—-MS, m. 2z):415, 417 (M)
EhiFll4 : N— {(2—-200-4-1(6, 7T-ArFT—a—-F)U))
AFINTzI)} =N — (4= A0—-2—AFI)IN 7)) L7

2=7008—-4—[(6, T=PAbFT—4-F /D)) FF2]7=U> (1
22meg). 2zr7oof)s (10ml), PUIFILTI> (1ml) IZEMEL
2. PrO0AYATERLUENIERRS Y (11 0me) 2MATS3 040
ERTEBLE RIZ4-TNA0-2-AF) 72U (126ul) 2Nz,
RFFIZIR TR L., RINRIZAY /=)L z2mA. BMETFTAME2EEL TES
NieEkE e, yooRL /TR (271) TEBT3 YA 270 b
To74—ICE0BEHEL. REOLEWE142mg. |NET7 9 % THEE,
'H-NMR (CDC1;, 400MHz):62. 37 (s, 3H), 4. 04 (s,
3H), 4. 04 (s, 3H), 6. 31 (s, 1H), 6. 47 (d, J]=5. 1
Hz, 1H), 6. 97—7. 06 (m, 3H), 7. 11—7. 14 (m, 1H),
7. 19 (d, J=2. THz, 1H), 7. 41—7. 44 (m, 2H), 7.
50 (s, 1H), 8. 35 (d, J=9. OHz, 1H), 8. 50 (d, J=

5. 4Hz, 1H) |
HE ih#E (ESI—-MS, m/ 2z):482, 484 (M'+1)
EWiF)15 : N— (5-TOE—6—AFIN—2-FUI)) —N' — {2—%
OO0—4—-[ (6, 7T=JAFT—4-F/U)V) FF17xz=)V} UL 7
2—=2700-4—[(6, 7T=AbF—4—-F2U)) FF)7=U> (1
22meg). ZZ7OoOR)A (10ml). RUIFILFTI> (1ml) ICHEEL
e, o0 oOXASTERLIZNIERZAY > (11 0me) ZAT3 040
EIRTHERLZ, RIC6—-T73/~-3-70F—2—-AF)LEYT> (208m
g) ZMA. 2HEERTERHE LA, RISHEIZASY /J—IVEMA. BETBEgS
BELTEHESNEESEE, yoafR)bsL/ 7Eh> (271) TEETSU R
TN TSI T4 —ICKOBEL, ZEOLE®ME155meg. ®WET 7%
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T1&7=,

'H-NMR (CDC1;, 400MHz):62. 69 (s, 3H), 4. 06 (s,

6H), 6. 53 (d, J=5. 4Hz, 1H), 6. 56 (d, J=8. 5Hz,
1H), 7. 14—=7. 17 (m, 1H), 7. 30 (d, J=2. 7Hz, 1H),

7. 44 (s, 1H), 7. 53 (s, 1H), 7. 75 (d, J=8. 5Hz,
1H), 7. 93 (s, 1H), 8. 49 (d, J=9. 0Hz, 1H), 8. 52
(d, J=5. 4Hz, 1H), 11. 92 (s, 1H)

HE HE (EST-MS, m z):543, 545, 547 (M'+1)
EEFI16 : N— {2—-r00-4~[1(6, 7T—ARFT—4—F) 1))
dFINT7zI)) =N’ = (5=roO—2—-¥FUIJL) L7

2—780-4—[(6, T=ZPArF—4-F/))) FF17=20U> (1
22mg), Zr7oof)bi (10ml)., PUIFITI> (1ml) ITHEREL
T, onaXy BB LIERNIFRASY S (11 0me) £MAT3 04/
HRTHBLE, RIZ2-73/-5-700FUP> (143mg) 2%,
RFHZEIR TR L. RISRICAY /=) EWA. BETEREZEELTEDS
NZIRE ., vO0FRNL S TN (21) TREETSUAS)IL 70 R
o744 —ICKOKBEL, REO(LEHE 1 48meg. NES 2% THE-~,
'H-NMR (CDC1;,,400MHz):64. 06 (s, 3H), 4. 06 (s,
3H), 6. 53 (d, J=5. 1Hz, 1H), 6. 95 (d, J=8. 8Hz,
1H), 7. 14—=7. 17 (m, 1H), 7. 31 (d, J=2. 7Hz, 1H),
7. 44 (s, 1H), 7. 53 (s, 1H), 7. 64—7. 67 (m, 1H),
8. 28 (d, J=2. 7THz, 1H), 8. 50—8. 53 (m, 2H), 8.
92 (s, 1H), 12. 11 (brs, 1H)

HEBSHE (ESTI-MS, m z) 485, 487, 489 : (M'+1)
EFI1 7  N=-(56-TOE—2-FYII)—N' —{2—roo—4—[(6,
T —TARF—4—-FVU)) FFINTz I} ILT

2=2700-4—[(6, 7T=ZAbFT—4—-FY)L) FF217=0 > (1
22meg). 2700FK)ls (10ml1)., PUIZFITI> (1ml) ICHBERL
TR, OO AYICEBLIZENIERAS > (11 0meg) £MA T3 040
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ERTRELZ. XIC2-73/-5-70FCUY> (192meg) 2z,
2RFEIZEIB TR LZ. RIGRICAY /—)VZ&MA. BEFEEZZELCAS
NiFEEZE. yO0aRIVA /TR (2/1) TRET3UAX)L,70< k
TS74—ICLDBEL. ZEOLEWE108meg. K5 5% TE~,
'H-—NMR (CDC1;, 400MHz):64. 06 (s, 3H), 4. 06 (s,
3H), 6. 53 (d, J=5. 1Hz, 1H), 6. 80 (d, J=38. 8Hz,
1H), 7. 14—7. 18 (m, 1H), 7. 30 (d, J=2. THz, 1H),
7. 45 (s, 1H), 7. 53 (s, 1H), 7. 77~7. 80 (m, 1H),
8. 15 (s, 1H), 8. 39 (d, J=2. 4Hz, 1H), 8. 50 (d,
J=9. OHz, 1H), 8. 52 (d, J=5. 4Hz, 1H), 12. 09 (b
rs, 1H)

HE > HE (ESI—-MS, m/ z):529, 531, 533 (M*+ 1)
EEFI18 : N— {2—r700—-4—[ (6, 7T—IARFL—4—% 1))
AF Tz} =N — (2=AbF2Tx=)L) ULF

2= —4-[(6, T=YAMFL—4—-F/U)L) AFL|FU> (1
00mg) Z700FK)LA (10m 1) ITEMRL., 2—ARFITroll1Y S
7Fr—h (54mg) ZMATE OCT—BHRIBHRLE. RISKIZASY J —)LE
A BETHEHEZEELTE N EZREZ, 700KRILLFER> (6.74)
TERI2UNTINoox PTST74—ICKOBEL, ZEOLEMEL 11
mg. NE7 7% THE,

'‘H—NMR (CDC1;,, 400MHz):63. 85 (s, 3H), 4. 04 (s,
3H), 4. 05 (s, 3H), 6. 50 (d, J=5. 1Hz, 1H), 6. 89
—6. 93 (m, 1H), 6. 98—7. 03 (m, 1H), 7. 05—7. 10

(m, 1H), 7. 14 (dd, J=2. 7Hz, 9. 0OHz, 1H), 7. 23
(d, J=2. 7Hz, 1H), 7. 35 (s, 1H), 7. 36 (s, 1H), 7.
44 (s, 1H), 7. 52 (s. 1H), 8. 05—8. 07 (m, 1H), 8.
34 (d, J=9. OHz, 1H), 8. 52 (d, J=5. 4Hz, 1H)

HE HE (EST-MS, m z):480, 482 (M'+1)

EiEgl1 9 N— {(2—roo—4—1 (6, 7—IX bE —4—F 1)))
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AFNT7x)l} =N — (2—XF)Tx=)) Y17

2—=700—-4—[(6, T—AbFT—4—-F/1U)b) FF7F=ZU (1
22mg) 2r/0Of) A (10ml) KHEEL., o— ML Ib{ VT F— R
(69mg) ZMATRETHRBIELE., RIKKICAY J—ILEMNEA. BET
BFRZEELTRONLEET 2, PEO/OORIVAICEREL., 212880 T

—TINEMATz. HLEREERL. EEEOLLEWE59me. NK3I 4%
TE7z.
'H-NMR (CDC 1, 400MHz):62. 38 (s, 3H), 4. 04 (s,
3H), 4. 05 (s, 3H), 6. 22 (s, 1H), 6. 47 (d, J=5.1
Hz, 1H), 7. 01 (s, 1H), 7. 11-7. 14 (m, 1H), 7. 18
(d, J=2. 7THz, 1H), 7. 25—-7. 35 (m, 3H), 7. 42 (s,
1H), 7. 46 (d, J=6. 8Hz, 1H), 7. 50 (s, 1H), 8. 37
(d, J=8. 8Hz, 1H), 8. 50 (d, J=5. 1Hz, 1H)
HEOE (EST-MS, m/ z):464, 466 (M'+1)
K20 : N— {(2—-r700-4—-[ (6, 7T—CALFT—4—F) 1))
AFINTxZ)N} =N = (5—RAFJ—2—-FUI)L) 7L 7
2-/00-4—[(6, 7T-YRArF—4~F/)J)) FF]7=U> (1
22mg). =zrooR)lA (10ml), RUZTFILFTI> (1ml) IZEfE L
e, U0 0OAYTEMRLIEFUERZS S (110meg) £MAT3 045
EETHEELZ, RIC2-73/-5-FaU> (120me) &Mi. 2050
HiRTHEELL, RISRICAY /=)L E&mix, BETAMSEZEELTESHAR
&, 200FRNLS TERY (2/1) TEETZUASN IO RNTST
A —ICKDBEHEL. REDOLEWZ119mg. INL6 9 % TE-,
'H—NMR (CDC1;, 400MHz):62. 31 (s, 3H), 4. 06 (s,
6H), 6. 53 (d, J=5. 4Hz, 1H), 6. 76 (d, =8. 3Hz,
IH), 7. 13—=7. 16 (m, 1H), 7. 29 (d, J=2. 7THz, 1H),
7. 43 (s, 1H), 7. 49—-7. 52 (m, 1H), 7. 54 (s, 1H),
8 00 (s, 1H), 8. 14 (s, 1H), 8. 52 (d, J=5. 1Hz,
1H), 8. 55 (d, J=9. OHz, 1H), 12. 57 (brs, 1H)
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HE HE (ESI-MS, m/2z): 465, 467 (M'+1)

EWHI2 1 N— (2-200-4-[ (6, 7T—SAREL—d—F 1))
AFINTZZI) =N = (6=AFI=2—FPUIJ) oLF

2-r/00-4-[(6, 7T-JRARF2—4a—F)UN) #F)7=0> (1
22meg). 2rzoOFlA (10ml), FUIFLTIL (1ml) ImEEL
. PoOOXyY BB LUIZNIERASY> (11 0me) 2MAT3 0 73fel
ERTHELZ, RIZ6-73I/-2-FaU> (120me) EMA. 2050
ERTRIBLE. RISRICAY ) —)LENA. BRETHEZZEELTEONER
&, J00FNL/ TENY (2/1) TRETALUAF N IO0T RIS
A —ICKDEEL, REOILEYWE 7 3mg. NE4L 2% TE~,
'H—=NMR (CDC 1, 400MHz):62. 57 (s, 3H), 4. 06 (s,
6H), 6. 54 (d, J=5. 4Hz, 1H), 6. 66 (d, J=8. 1Hz.
1H), 6. 83 (d, J=7. 6Hz, 1H), 7. 15—7. 18 (m, 1H),
7. 30 (d, J=2. THz, 1H), 7. 44 (s, 1H), 7. 54—7.
59 (m, 2H), 8. 36 (s, 1H), 8. 52 (d, I=5. 1Hz, 1H),
8. 57 (d, J=9. OHz, 1H), 12. 45 (s, 1H)

HBAWE (EST-MS, m/z): 465, 467 (M+1)
EWEF22 : N— (2—2r00-4— [(6, 7T—YARFL—4a—F)UJL) F
F] Tz} =N — (4—A X T7x=))) L FHEESE
2—708—-4—-[(6, 7T—-JAMFo—4a—-F /)y AF2] 70> (1
00mg) Z27O00/KNA (4ml) ICBABLEE, 4—ARFL T2 1 Y
$FF—h (60ul) 2MATERT—RESLE. BEFRABZEZZEL,. &
SNRSZLBOI/ OORIVALICER LU, TTICEBOT—FIIEMA. #F
HUZEEBRZHK5EEL. N—2 -2r700—-4— [(6, 7T—UARFL—4—F
JUI) AFL] Tz =N — (4—ARF2T72Z)L) L 729 0me.
WEE 7% TR/, CNEAY /) —)L4m I IZFABL. HEE— XY /) — LA
EMAEIRTARHEBIRE, AR2IET 23 -2ZEHH0OLLaNESNE,
'H—NMR (DMSO-ds, 400MHz):63. 73 (s, 3H), 4. 0
3 (s, 3H), 4. 05 (s,3H), 6. 90 (d, J=9. 3Hz, 2H),
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6. 97 (d, J=6. 6Hz, 1H), 7. 837—7. 41 (m, 3H), 7.

62 (s, 1H), 7. 67 (d, J=2. 7THz, 1H), 8. 39 (d, J=
9. OHz, 1H), 8. 49 (s, 1H), 8. 82 (d, J=6. 6Hz, 1
H), 9. 49 (s, 1H)

EWiBl23 : N— (2—-r00—-4-[ (6, 7T=CArFET—4a—FUJL)
AFNT7 I} =N — (1 —=FT7F)) L7

2-/00-4—[(6, T-=JALFL—4~F))L) +F 721> (1
22mg) ZrZoof)sL (10ml) ITHEL. 1—FTFINA IS FTF—k
(75mg) ZMATEET—BBIHRLE. RIGKRICAY J—ILEMA. BETF
BHREZERELTHRONLESTE, PEOI/OORNVAICEEL., 218820 T
—TINEMA Tz, FHUZ#EEZBERL, ZEOLE% 10 5me. INES 7
% T1F7z,
'‘H-NMR (CDC1;, 400MHz):64. 03 (s, 3H), 4. 04 (s,
3H), 6. 44 (d, J=5. 4Hz, 1H), 6. 72 (s, 1H), 7. 10
—7. 13 (m, 3H), 7. 41 (s, 1H), 7. 48 (s, 1H), 7. 55
—7. 69 (m, 4H), 7. 88—7. 96 (m, 2H), 8. 15 (d, J=
7. 6Hz, 1H), 8. 38—~8. 40 (m, 1H), 8. 48 (d, J=5.
1Hz, 1H)

HESHE (EST-MS, m/ 2):500, 502 (M'+1)
EiFl24 : N— (2, 4—27)407x2=)V) =N’ — {4— [(6, 7—
AhF—a—-F/UN) AF] -2, 3=—VAFINT I} ILT

4= (6, T=PArF—4-F Y)) FF2] -2, 3—AFJT7T=
2 (710mg) 27008 A (Tml) ICBERLUEE, 2, 4—27)0F4
B7z2)vAV>7F—=h (310u 1) ZMATMHERE LBERILE, &2
WEBOI—FIIEMA, ML ZhBREZRFIEBEL., ZEOILEYWET7 3 5m
g. [NK7 0% THEE.

'H—NMR (CDC1;,400MHz):62. 14 (s, 3H), 2. 27
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 27 (d, J
=5. 4Hz, 1H), 6. 78—~6. 89 (m, 2H), 6. 95 (s, 1H),
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7. 03 (d, J=8. 5Hz, 1H), 7. 10 (s, 1H), 7. 40—7.

45 (m, 2H), 7. 61 (s, 1H), 8. 03—8. 12 (m, 1H), 8.
46 (d, J=5. 4Hz, 1H)

HESHE (FAB-MS, m/2z):480 (M'+1)
EWFI25 : N— {4~ (6, 7T—JArF—4—-F/U)l) FF11-2,
S=AFNT )} =N’ = (4—=-7)FT—2—AF)NTx=)}l) ILF

4—[ (6, 7T—IAbF—4—-F/7U)) FF]—-2, 3—-JAFJT7T=
J>(120meg) 2700FK)MA (10ml)., PUIZFILFIL (1ml) Iz
BRELZE, P00 XY BB LZNIEASY> (11 0meg) 2ME T3
OSMERTHREBELZ, KIT4—-TNAO0-2-AFILT7=U> (126ul)
ZINA. 2RFRIZEIR THBLZ. KISKRIZASY /—I)VZ2InA, METiSg 28k
LTSRS EZ, 2700FRIA S AY =)L (91,79) TEBETZIUHN
TNoaIbTST74—ICKDREREL., XEDILEWE 16 0meg. NKO 1%

T1R7z,

'H—NMR (CDC1;, 400MHz):62. 12 (s, 3H), 2. 22 (s,
3H), 2. 25 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6.
24 (d, J=5. 1Hz, 1H), 6. 33 (s, 1H), 6. 42 (s, 1H),
6. 94—7. 03 (m, 3H), 7. 43 (s, 1H), 7. 46—7. 55 (m,
2H), 7. 60 (s, 1H), 8. 43 (d, J=5. 1Hz, 1H)

HE >HE (ESIT-MS, m z):476 (M'+1)
W26 : N— {4—-[ (6, 7T—AMF—4—F/UJ) FF1- 2,
S—AFINT )V} =N = (3=—7)FO—-—2—ArFTT7x=)) YL

7

4—-[ (6, T—ZPARFT—4—F/UN) FF]—2, 3—TAFILT=
J>(120meg) 2700FK)A (10ml). PULFILFIL (1ml) i
WL, 200X Y C@EMLIZMIRAS > (11 0mg) 2MA T3
0HMZR TR LA, RIC3— T AO—0—F7=22> (132u1) &0
A 2MZERTHEEB L, RIDKRICAY ) —I)VERA, BETBEBEEEELT
BonkeZzZ, 200fRINAS ALY /=)L (91.79) TREITSUAFIL
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IO BMTST4—ICE0RBEL, REOILEWE2 3me. WE1 3 % TES-,
'H-NMR (CDC1;, 400MHz):62. 15 (s. 3H), 2. 32 (s,
3H), 3. 84 (d, J=1. 7Hz, 3H), 4. 05 (s, 3H), 4. 08
(s, 3H), 6. 28 (d, =95. 4Hz, 1H), 6. 72—6. 77 (m,
1H), 6. 96—7. 09 (m, 3H), 7. 43 (d, J=8. SHz, 1H),
7. 46 (s, 1H), 7. 60 (s, 1H), 7. 62 (s, 1H), 8. 02—
8 05 (m, 1H), 8. 46 (d, J=5. 4Hz, 1H)

HESHME (ESI-MS, m/ z):492 (M'+1)

EREFI27  N=(5-THE-6—AF)N—2-FUI))—N"—{4—[(6,

(=P AF—4-—F /7)) FF1-2, S=—TAFINT =)} ILT

4—[(6, T—ARF>—4-F/U)J) FFIN-2, 3—TAFIIT=
J2(120mg) 2/00F)A (10ml). FUTFIITI> (I1m1l) iz
WRUZE, P700AY D iCEMLAEN)RAS> (110meg) AT 3
ONMEBTHIEL, RIC6—FI /-3 —THOE—2—AFNEYI (2
08mg) ZMA., 2MFMERTHERL:. RKISKICAY J—ILENL. BET
BHRZBERELTHONLES R, 700KV A AT ) —)L (91.79) TEH
THUATN ORI ST —IiCh0BERL, ZHEOILESWE 10 3me.
R 5 2 % TI57-,
'H—NMR (CDC13,4OOMH2):62. 16 (s, 3H), 2. 42 (s,
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6.
32 (d, J=5. 1Hz, 1H), 6. 64 (d, J=8. 8Hz, 1H), 7.
04 (d, J=8. 8Hz, 1H), 7. 44 (s, 1H), 7. 64 (s, 1HD),
7. 74 (d, J=8. 8Hz, 1H), 7. 91 (d, J=38. 8Hz, 1H),
8. 29 (s, 1H), 8. 45 (d, J=5. 4Hz, 1H), 11. 30 (b
rs, 1H)

HESHME (EST-MS, m/ 2z):537, 539 (M'+1)
EiFI28 : N— (5—70d—-2—FUI)) =N’ — {4 — [(6, 7= X
b —a4—-—F/U)) AF] -2, 3= AFNT-=)L} LT

4= [(6, 7T=AbFL—4-F/U)L) FF] —2, 3—AF)T7=
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J2> (3. 00g) 200K A (150ml), RUTZTFILTI> (6m 1)
CHEML 28, PO 0O0AY ITEBLUERURASYY (2. T4g) #MAT
iﬁTSOﬁ%ﬁ#btaﬁt2—75/~5—9DDEU9>(2.38g)
EMAT. TOKERTREFBIRL . RIS REKRET MU ™ AKE
WEMA. Z700FVATHEL., 2 00FRIVABEEKEEES R L T
Liz. BMETHEHEZZEEL THESNARESE, 700KV A AY ) —)L (20
/1) TRETZIUASIN O NS T7 4 —Ck 0BRL. SEOLAYE
3. 4g. NERT7 7% THE,

'H—NMR (CDC1l;, 400MHz):62. 16 (s, 3H), 2. 3
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J
=5. 4Hz, 1H), 6. 89 (d, J=8. 8Hz, 1H), 7. 04 (d,
J=8. 8Hz, 1H), 7. 44 (s, 1H), 7. 62—7. 68 (m, 2H),
7. 90 (d, J=8. 8Hz, 1H), 8. 23 (d, J=2. 4Hz, 1H),

8. 45 (d, J=5. 4Hz, 1H), 8. 50 (s, 1H), 11. 23 (b
rs, 1H)

HEOHNE (ESI-MS, m/ z):479, 481 (M'+1)

EWEFI29 : N— (5-TJ0FE—2—-FUI)) =N’ — {4—[ (6, 7—

AbF—4—F/U)) FF1—2, 3=UAF)NTxz=)} LT

4=[ (6, T—PARNFL—4—F)U) F]—2, 3—VAFILT=
V> (120meg) 22/00F)A (10ml1). FUZIFILTI> (1ml) i<
WRELCER, r700A5 ICEMLEMYRZIS > (11 0me) MR T3
O RI=IR THIIE L, KIC2-F73I/-5—-7O0FEFUT> (192meg) %
A, 2HHERTRELL. RISIBRICAY /—ILENZ. BETAREZZEEL
TRoNZZSE, 70O0RIVL A/ AY /=)L (91.79) TEETZURS
WOOIETIT4—ICL OB, BEEZEL, LBOAY - L%
DI—TI) TrEGZEITH S TEBML. ZEO(LEWE 8 0me. NE4 1 ¥ THE
pAS
'H—NMR (CDC 1, 400MHz):62. 16 (s, 3H), 2. 38 (s,
3H), 4. 06 (s, 83H), 4. 08 (s, 3H), 6. 31 (d, J=5. 1
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Hz, 1H), 6. 96 (d, J=8. 5Hz, 1H), 7. 03 (d, J]=8.

8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1H), 7. 75—=7. 7
7 (m, 1H), 7. 89 (d, J=8. 8Hz, 1H), 8. 31 (d, J=2.
4Hz, 1H), 8. 45 (d, J=5. 4Hz, 1H), 8. 81 (s, 1H),
11. 17 (brs, 1H)

HESHE (ESI—-MS, m/2z):523, 525 (M'+1)
EhipI30 : N— {4—[ (6, 7T—IArF—4—F/YJ) FF]—2,
3= AFN T} =N — (2—ArFTT7)L) wL7F

4—-[(6, 7T=UAbPFT—4—-F)U)) FF2]-2, 3-TAFNT=
D> (120meg) Z2700FK)A (10ml) ICBEMEL, 2—AbF2 7=
WAVTF—F (60un]) ZMATEET—HRIBRLE, RIGKEICAY ) —
WEMARIETEEZZRELTHONERESZ, LPEBOY OORIAICEAREL.
TIWLEZBDI—FTIVEMAT. HHL-ERE2BRL, ZEOLLEWE1 3 1
mg. NE7 5% THE:>,
'H-—NMR (CDC1;,, 400MHz):62. 16 (s, 3H), 2. 32 (s.
3H), 3. 81 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6.
25 (s, 1H), 6. 26 (d, J=5. 4Hz, 1H), 6. 85—6. 87
(m, 1H), 6. 97—7. 07 (m, 4H), 7. 41 (d, I]=8. 5Hz,
1H), 7. 44 (s, 1H), 7. 62 (s, 1H), 8. 15—-8. 17 (m,
1H), 8. 45 (d, J=5. 4Hz, 1H)
EE%%@(ESI—MS,m/Z):474(M%&)
EMBI3 1 : N— {4-[ (6, 7T=ArF—4—-F 2Y)) FF21—2,
B—PAFNT =)V =N’ — (2—=AF)T7z)V) ULF

4—[ (6, T=ALFI—4-F/U)L) FF2]—2, 3—TAFIT=
U2 (120mg) Z700FR)VA (10m 1) IZEMEL, o— MLV
TF—=h(55u 1) ZMATERT—HRBREL, RIGKICAY J—)LEINZ.
BIEFTBREZERLTHEONLRZIE, LPEOZOORIIVAICEMEL., TII2%
BEOI—FTI)VEMAT=. HfiBL//HS&ZERL. EEDLEWE130meg. X

RT7 0% THE:EZ,
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'H-NMR (CDC1;,400MHz):62. 12 (s, 3H), 2. 22 (s,

3H), 2. 26 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6.
23—-6. 28 (m, 3H), 7. 02 (d, J=8. 5Hz, 1H), 7. 14
—7.17 (m, 1H), 7. 24—7. 29 (m, 2H), 7. 43 (s. 1H),
7. 49 (d, J=8. 5Hz, 1H), 7. 60 (s, 1H), 7. 63 (d,
J=7. 3Hz, 1H), 8. 43 (d, J=5. 4Hz, 1H)

HESHE (ESIT—-MS, m/ 2z): 458 (M'+1)

EWFI3 2 : N— (4—200-2—AF)7xz=)L) =N’ — {4—[ (6,
T=AbFT—4—F/U)) FF1-2, 3—IAF)N T} YL 7

4—-[(6, 7T—=AbRFr—4—-F/7U)1) FFN-2, 3—TAFIT=
D> (120meg) Z22700F)A (10ml). PUZFILTI> (Im1) 7
WL, 700X Y IZEBLIERNUERZASY > (110meg) 2MATS3
OMZETHRELZZ. RiT4—-—2700-2—-AF)LF7=U>2 (130ul) %
A, 2REIZEETHRELL, KISKEICAY /—)VE A, BETFEE28EEL
TRHRoNLEKRSZ., 700R)VA /Ay /=) (91.79) TEBETSUHY
WoOax bT774—ICEDBEL. ZBEOLLAEWEZ136meg. INK75%T
& FA
'H-=NMR (CDC 1, 400MHz):62. 14 (s, 3H), 2. 18 (s,
3H), 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6.
24 (d, J]=5. 4Hz, 1H), 6. 33 (s, 1H), 6. 40 (s, 1H),
7. 03 (d, J=8. 5Hz, 1H), 7. 19—-7. 21 (m, 2H), 7.
42—-7. 44 (m, 2H), 7. 60 (s. 1H), 7. 65 (d, J=9. 0
Hz, 1H), 8. 44 (d, J=5. 1Hz, 1H)

HESHE (EST-MS, m/ 2z):492, 494 (M'+1)
EFI3 3 i N— {41 (6, 7T—AbFT—4—F U)) FF1-2,
S=IAFNT )} —N' — (2-FYJ)) L7

4—[ (6, T=TVARFT—4—-F/U))) FF]-2, 3=VUAFILT=
D2 (120mg) 27005 A (10ml). PUIZFITI> (1ml) i
WL, 2700AY CEMBLERYERZAZ > (11 0meg) £#MATS3
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O RIETHEIRLA, KIC2—TF73I /YD (104me) EMA. —Bh0
BBH L. RISIRICASY J — L&A, METEREZEEL TERONERS .
2700FRNVLS AT 7=V (91./79) TRBATAUIFIIOTRNTST 4
—ICE DB, EEDLEWET 2me. WE4 4% THE,

'H—NMR (CDC 1, 400MHz):62. 16 (s, 3H), 2. 41 (s,
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d, J=5. 4
Hz, 1H), 6. 92—6. 98 (m, 2H), 7. 04 (d, J=8. 8Hz,
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 67—7. 69 (m,
1H), 7. 97 (d, J=8. 8Hz, 1H), 8. 25-8. 27 (m, 1H),
8. 45 (d, J=5. 1Hz, 1H), 8. 72 (s, 1H), 11. 77 (b
r, 1H)

HESHE (EST—-MS, m z):445 (M'+1)
LRG3 4 N— (4—[ (6, T—PARFL—4—F/U)) FF21—2,
3=V RAFNT =W} =N’ = (5=AFI—2—FYI)) ¥LF
4—[(6, T—VARFL—4—F U)LY FFL]=2, 3—JAFLT=
D> (120meg) 27008 A (10ml). RUZTFILFTI> (1ml) i2
BREL/%. PUOOAY S CHEMLER YRR (11 0me) EMATS3
05 RIZIETHR Lz, KIK2~73/—-5—-FaU> (120me) #MA.
DERIEETEB LA, FURKICASY /—ILEMA, BEFEREZEELTES
NEFEEE, yOOKINASAZ /=)L (91./9) TRETAUAZF I 0O
YRS 4 —ICKOBHEL. BEOLEWE L2 2me. WET 2 % TE-E,
'H—NMR (CDC 15, 400MHz):62. 15 (s, 3H), 2. 28 (s,
3H), 2. 39 (s, 3H), 4. 04 (s, 3H), 4. 07 (s, 3H), 6.
32 (d, J=5. 4Hz, 1H), 6. 90 (d, J=8. 3Hz, 1H), 7.
02 (d, J=8. 8Hz, 1H), 7. 43 (s, 1H), 7. 45—7. 438
(m, 1H), 7. 64 (s, 1H), 7. 99 (d. J=8. 8Hz, 1H), 8.
06 (d, J=1. 5Hz, 1H), 8. 44 (d, J=5. 4Hz, 1H), 9.
23 (s, 1H), 11. 77 (br, 1H)

ERAE (FD-MS, m/2):458 (M)
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EHBI3S  N— {4—-[ (6, 7T=IAbF—4-F/U)) FF1—2,
3=TAFNT =)} =N’ — (6 —AXAFI)I—-2-¥EUI)) L7

4—[(6, 7T—AbF—4—-F/U) FF]—2, 3—TAF)I7=
J2>(120meg) Z2700%K)NA (10ml1). PUZFILFZI> (I1ml) Iz
BEELIEER, Po00XS U ICEELEMNUERZAS > (11 0meg) £2MAT3
ONHZERTER L. KIT6—7X/—-2—-FaU> (120meg) M.
—BRINEAER L7z, RIGHKICA Y ) —I)VEMA., WETEEZ2EXLTEHESN-
BEz, yoOaFIAL S TER (4076 0) TREIDUAF IV YOk
TI374—ICXDBEHEHL. REOILEWE64me. NE3 8 % TE~,
'H-NMR (CDC 15, 400MHz):62. 16 (s, 3H), 2. 44 (s,
3H), 2. 54 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6.
32 (d, J=5. 4Hz, 1H), 6. 61 (d, J=8. 3Hz, 1H), 6.
82 (d, J=7. 6Hz, 1H), 7. 04 (d, J=8. 8Hz, 1H), 7.
44 (s, 1H), 7. 53—7. 57 (m, 1H), 7. 65 (s, 1H),
79 (s, 1H), 7. 99 (d, J=8. 8Hz, 1H), 8. 44 (d,
5. 1Hz, 1H), 11. 76 (br, 1H)

HESHE (FD—-MS, m/z): 458 (M)
EWigI36 : N— {(4— [(6, 7T—PAMFT—4-—F/U)) AF] —2,
S=TAFNTx)) =N — (4—AbFT)V) OLT

4— [(6, 7T—TA f‘*:/—éi——*r/U)l/) FTFI) -2, 3—TAFIT=
J2>(100meg) Z2700FRI A (4m ) ITEMBLEE, 4 —AbF2 T
ZhMVTF—h (60ul) Z2MATERTBKRIGLZ. BETEEEZZE
EL., BONKLRERESZIVBED /7 OOFIIVLICERLEZ, TIKEEBOI—FILE
iz, L /ZEEBZ2R5IEEL. REO{LEMWE 1 15meg. NKR7 8% TH
7Zo

'H-NMR (CDC1;, 400MHz):62. 02 (s, 3H), 2. 30
(s,3H), 3. 76 (s, 3H), 4. 06 (s, 3H), 4. 12 (s,3H),
6. 46 (d, J=6. 3Hz, 1H), 6. 78 (d, J=9. 0OHz, 2H),
6. 91 (d, J=8. 8Hz, 1H), 7. 39 (d, J=9. 0Hz, 2H),

7.
J =
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7. 67 (s, 1H), 7. 69 (d, J=8. 8Hz, 1H), 7. 92 (s,

1H), 8. 20—8. 23 (m, 1H)
HESHE (ESI—-MS, m/ 2z):474 (M'+1)
EHFIS 7 : N— (2, 4~ 7)0F07x=J)L) =N’ — {4— [(6, 7—=
AbF—a4-F /7)) FF] -2, 5—JAFIT I} ILT
4—=[(6, 7T=PAPFI—4—-F /) U)N) FF2] -2, 5 —-PAFJT=
J2>(200mg) Z2roOdmlA (15ml) KEMBLE®. 2, 4a—T))
AQTzZNAVEITF—h (88 u 1) ZMATINMAERZ 1 BEILAE, KIS
WZEZ, vOo0fRIVLA/ TERN (4/1) TRETSUNFIZa~Y T 5T
A —ICEDBEL, REOLEWE 28 Tmeg. INE9 7 % THE-,
'H-NMR (CDC1;,400MHz):62. 17 (s, 3H), 2. 26
(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d, J=
5. 4Hz, 1H), 6. 57 (s, 1H), 6. 81—6. 95 (m, 3H), 7.
00 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 59 (s,
1H), 8. 05—8. 13 (m, 1H), 8. 47 (d, J=5. 4Hz, 1H)
HES#E (FD—MS, m z):479 (M)
EMFI38 : N— {4— [(6, 7T—PARFT—4—F I U)J) FF32] — 2,
ST AFNT7xZI)V} =N’ —=JoOo)oL7
4—[(6, T=ArFT—4—-F)U)) FF2] -2, 5-IAF) 7=
> (150meg) #2004 A (13ml). FUTFILFI> (1. 5m1)
I LIR, ZJO00FRIVAIEBELEZMIERZAS2 (15 1meg) 2MAT.
MEEFRZ S ML=, RiIn—70) 732> (33meg) 2MAT. 25i7
MEGEFZ 28R L7z, RISIRICEFIREEKZE T R U U A KBBEMA T 1Y
TIZRFL, 700FRNVALTHELE. BMETBEHEZEELTESNRE %,
oL/ Trhr (4/1) TERATAZUAXNIOI KT ST 4 —IC
FOKREL., REOLEME178meg. WK 5% TE-,
'H—NMR (CDC 15, 400MHz):60. 94 (t, J=7. 3Hz, 3
H),1. 51~1. 65 (m, 2H), 2. 15 (s, 3H), 2. 26 (s,
3H), 3. 21—3. 28 (m, 2H), 4. 05 (s, 3H), 4. 06 (s,
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3H), 4. 63—4. 69 (m, 1H), 5. 97 (s, 1H), 6. 31 (d,

J=5. 1Hz, 1H), 6. 98 (s, 1H), 7. 43 (s, 2H), 7. 58
(s, 1H), 8. 46 (d,J=5. 4Hz, 1H)

HEZHE (FD—MS, m/ z): 409 (M)

EWFI3 9 : N— (4—-200-2-AF)T7x=)l) =N’ — {4— (6,
V=AM F—4—-F/U)V) AF1—2, 5—=AF)Txz=)L) L7

4—=[ (6, T=ArFT—4—-F/U)l) FF]-2, 5-JAFITFT=
J>(100mg) Z2700FR)NA (10ml1). FUIFILFIZ (1ml) 12
BRELIZB, 22700XY ZBEBELEZN)ERZAY Y (92meg) 22X T30
SRR THEBL/Z, K4 -2700-2 - AFI)V7=U> (444 1) 2%,
ERT—BRBHRLL, RIGRICEREEKET U T AKBKREZMA 2 ookl
LATHHEL, Z700RVABEREST M) ULATERLE., RETEREZEEL
TR/RONLIZRESZ, PEROIOOFRIVAICEARL. TIWXEBOI—FII MR
o HTHL/ZHERZEBRL., REDLE®WE118meg. NE7 8 %X THE,
'H-NMR (CDC 15 400MHz):62. 16 (s. 3H), 2. 21 (s,
3H), 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6.
28 (d, J=5. 4Hz, 1H), 6. 30 (s, 1H), 6. 32 (s, 1H),
6. 98 (s, 1H), 7. 22—7. 23 (m, 2H), 7. 43 (s, 1H),
7.58 (s, 1H), 7. 59—7. 63 (m, 2H), 8. 45 (d, J=5.
1Hz, 1H)

HE WE (ESI-MS, m/z):492, 494 (M'+1)
Ehifl40 :N— {4-7(6, 7T=RAbFI—4—-F/2UJ)) FF1—2,
S—=PAFNTxzZI)) =N — (4—-TAO -2 —AF)L7xz=)V) 9L 7
4—[1(6, T—=PAMF—4-F)1U)) FF+)—2, 5=IAFNT=
J2(100meg) 2/00F)NA (10ml), PUTFINFTI> (1m1) IZ
BEELZ®R, /00Xy ZEBLENYERZAY > (9 2meg) 22X T30
SEIZERTEBLE. RIC4A-—T1LAO0—-2 —AFINTZUS (42 u 1) &m
A, ZERT—BBH L. RIGRICEMREEKET N T AKBKEMA 7 OO
TIVATHH L., 700V ABEREF MU ULTRELEZ, BETGEEEE
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ELTHONAERSE, PBO/OORVACEESE. 2S8R0 T—5)

EMAIZ. THHU/CERZERL, ZBEOLAWZEZ108me. INR7 4 % THE
7z

'H-—NMR (CDC1;, 400MHz):62. 15 (s, 6H), 2. 30 (s,
3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 24 (s, 2H), 6.
28 (d, J=5. 1Hz, 1H), 6. 94 (s, 1H), 6. 96—7. 00
(m, 2H), 7. 42 (s, 1H), 7. 49—-7. 52 (m, 1H), 7. 58
(s, 1H), 7. 64 (s, 1H), 8. 44 (d, J=5. 1Hz, 1H)
HESFE (ESTI-MS, m/z):476 (M'+1)

EMEFI4 1 N— {4 (6, T=ARFL—4—F /1)) AF+FI1—2,
S—TAFNT )N} =N = (3=l AO0—2—-ArFT7xJL) oL

7

4—-1(6, T—AbF—4—-F/1U)) ATF]—2, 5—TRAF)T7T=
2 (100meg) 2700%FK)0A (10ml). PUZTFILTIL (1m1) I
BRELIZE, 2Po0nXy BB LAZMN)ERAY > (92me) 2#MATS3 0
COHEERTHRELL, RIC3 -7t o—o0 -7 (440 1) 2MA.
HIR TR L. RISRICEMREKEZEF M) T AKBKEMLZ 27 ookl
LATHHEL, 700FRIVLABEREF N D ATERLE, BETAREEEEL
TilronEka %, 7DD71<)I/A/7‘E’_’}\.“/ (2/1) TRETZUHA5IVY
O MTIT74—ICLDBRL, ZREOLEWE 1 26me. NES 3 % THE~,
'H-=NMR (CDC1;,400MHz):62. 16 (s, 3H), 2. 27 (s,
3H), 3. 83 (d, J=1. 7Hz, 3H), 4. 04 (s, 3H), 4. 07
(s, 3H), 6. 31 (d, J=5. 1Hz, 1H), 6. 74—6. 79 (m,
1H), 6. 97—7. 03 (m, 3H), 7. 44 (s, 1H), 7. 57 (s,
1H), 7. 60 (s, 1H), 7. 66 (s, 1H), 8. 02—8. 04 (m,
1H), 8. 48 (d, J=5. 1Hz, 1H)

HBESHE (EST—-MS, m z):492 (M'+1)

Ehufl4 2 : N— {(4—-[ (6, 7T—AbFI—4—-F/YJ) FF1—2,
S=TPAFNT )V} =N — (2—=AF)V7c-=)b) UL7
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4—-[1(6, 7T—PALFT—4-F/J) AF]-2, 5T AFIITFT=
J2(100mg) Z2700FK)A (10m1l) ICERL. o—bILTIALYV
TF—b(46u]l) ZMATEEBET—BRBILLE, RISRICAY J—)LEMA.
BETEBEHFEZERLTESNAEKRZ R, ZOooRIVA/ T > (2./1) TR
RAT22UATNIOR M 574 —ICXOBEML . REOLLEWE11 1me.
INE 7 9 % THEI,
'H-NMR (CDC1;,400MHz):62. 12 (s, 6H), 2. 26 (s,
3H), 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, =5. 1
Hz, 1H), 6. 77 (s, 1H), 6. 81 (s, 1H), 6. 91 (s, 1H),
7. 11—=7. 15 (m, 1H), 7. 22 (s, 1H), 7. 24 (s, 1H),
7. 42 (s, 1H), 7. 59 (s, 1H), 7. 63 (d, J=7. 8Hz,
1H), 7. 68 (s, 1H), 8. 43 (d, J=5. 4Hz, 1H)

HESHME (EST-MS, m/ z):458 (M'+1)
K43 : N— {4—-[ (6, T—=AFZ—4-F 2 UN) FF1-2,
S—PAFNTxz)) =N’ — (2—=—ArFTTx=)L) 9L 7T

4-=[ (6, 7T—=TAbFI—4—-F/U)) FF)-2, 5—-AFHNT7T=
2 (100mg) Z2700F)A (10ml) IZEMEL, 2—AbFTzz
WAV TF—b (490 l) ZEMAT—BMEERL. KIRKICASY 2 —)
ZhnA. #@EET?’E&%%%ELT?%B*LT:%%‘&%\ oaafRIVAL TR (27
1) TERITZ2UATIN 0TS 74—k 0ERL. BEOLEYMEE

EWICHEE.

'H—NMR (CDC1;,400MHz):62. 14 (s, 3H), 2. 24 (s,
3H), 3. 75 (s, 3H), 4. 03 (s, 3H), 4. 07 (s, 3H), 6.
31 (d, J=5. 1Hz, 1H), 6. 84—6. 87 (m, 1H), 6. 95
—7. 03 (m, 3H), 7. 06 (s, 1H), 7. 44 (s, 1H), 7. 56
(s, 1H), 7. 61 (s, 1H), 7. 63 (s, 1H), 8. 17—8. 20
(m, 1H), 8. 46 (d, J=5. 1Hz, 1H)

BESHE (EST-MS, m/ z): 474 (M'+1)

Eififl44  : N—(5—-TOE—6—AFI)L—2-EUII)~N'—{4—1(6,




WO 00/43366 PCT/JP00/00255

- 73 .
T—ZARFY—4-FUN) FFI]—2, 5—UAFTL=)) v T

4—[(6, T—TARFL—4-F /1)) FF)-2, 5—TIRAFIF=
J2(100mg) #7o00k)LA (10ml). NUIZFILTI> (Im1) T
ERLUICHE, 200Xy i LERNUKRZAY > (92me) 2MAT3 0
SEERTEEL -, RIZ6—FT 2/ —-3—-TOF—-2—-AF )Y (69
mg) EMA. BRT—BRBHRLZ, RIGKICEFIREAET N Y AKEEE
MAZOORIATHIEL, 200FRIVLABEREF NI ATERELE, BE
TREZERELTHEONERS 2, LBOI/OOFIVAICKERL, ZCI2280
IT—=FIVEMA . WHLEKSEZERL., Z2EO(LAYWE8 0me. I¥R4 8

% Tz,

'H—NMR (CDC1;, 400MHz):62. 18 (s, 3H), 2. 42 (s,
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s,

3H), 6. 34 (d, J=5. 4Hz, 1H), 6. 57 (d, J=8. 5Hz,
1H), 6. 98 (s, 1H), 7. 43 (s, 1H), 7. 62 (s, 1H), 7.
70 (s, 1H), 7. 74 (d, J=8. 5Hz, 1H), 8. 05 (s, 1H),
8. 46 (d, J=5. 4Hz, 1H), 11. 17 (br, 1H)
HESHE (EST-MS, m/ 2):537, 539 (M'+1)

EHEBI45 : N= (2, 6 —FPALFT—3~FUI)L) —N' — {4—-1 (6,
7—9%%#9—4—*/U»)##9k2,5—9}?»71:w}7V7
4—[ (6, 7T=ZUAbF—4-F/J)N) FF2]-2, 5 -TAFJT=
V2 (100meg) 2700FK)A (10mil). NUZTFLTI> (1ml) iz
BRELIZE, 2Po00AY BB LERNYRZIT Y (9 2meg) ZMA T30
OEIERTHEEL/. RIC3-FT3X /-2, 6 —VAMFIVPUTS(70me)
EINA. BT L2, RISHEICSEREKRES MU AKESIKRENZ >
DOFRIIVATHHEL., 700FRILVABERET MUY ATERLE, BE FAEL
ZEELTRHRSNEKZSZ, LPEO/OOFRIAICERL., TIIC2BOT—5
WEMAT, L #REBIRL. ZEOLEME 1 24me. NEBT7 9%T

%7,
'H-NMR (CDC1;, 400MHz):62. 17 (s, 3H), 2. 27 (s,
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3H), 3. 89 (s, 3H), 3. 95 (s, 3H), 4. 06 (s, 3H), 4.
07 (s, 3H), 6. 31 (d, J=5. 1Hz, 1H), 6. 34 (d. J=—
8. 5Hz, 1H), 6. 36 (s, 1H), 6. 74 (s, 1H), 6. 99 (s,
1H), 7. 44 (s, 1H), 7. 57 (s, 1H), 7. 60 (s, 1H), 8.
20 (d, J=8. 3Hz, 1H), 8. 46 (d, J=5. 1Hz. 1H)
HESE (EST-MS, m/2z):505 (M+1)
EWEFIA6 : N— {(4— [(6, 7—VARFL—d4—FUJ)L) %] —2,
S =T AFNT )} =N’ — (4=—ArFTT1x=)) L7
4= [(6, T=TAFFT—4-F ) U)L) FF2] -2, 5 - AFJT—
)2 (100mg) Z2700FNA (4ml) ICBEMELEH, 4—ARE2 71
ZAAVEST Ik (60u ) EMATERT—BRIE L7, BIE FALsS

EZL. BoNLEKESZ2LBOIOORINLICEBLE, TII0SBODT—F)L %
mA . FrHUZBRZRSIEBL . ZEOEEWE 11 0me. NR7 4% THE
7.

'H-NMR (CDC1;,400MHz):062. 07 (s, 3H), 2. 26 (s,
3H), 3. 76 (s, 3H), 4. 03 (s, 3H), 4. 08 (s,3H), 6.
39 (d, J=6. 1Hz, 1H), 6. 80 (d, J=9. 0Hz, 2H), 6.
87 (s, 1H), 7. 36 (d, J=9. OHz, 2H), 7. 55 (br., 1
H), 7. 62 (s, 1H), 7. 67 (s, 1H), 7. 80 (s, 1H), 8.
19 (br, 1H), 8. 27 (d, J=6. 1Hz, 1H)

HE HhE (EST—-MS, m/ z): 474 (M'+1)

Ehifl47 : N— {4— [(6, 7T—IAXAbFT—g4—F ) U)) FF2] —2

——hrEB7zZ)) =N O LY
4—-[(6, 7T-2AbFr—4-F /) AFAF2]-2--rory=uU> (1
50meg) Z700KR)LA (10ml). RUZFINT7TI> (1. 5m1) [y
L7z, 200FRIAICERLIENYKRAT > (144me) 24T, meE
fiz 5 MLz, KiICn—70EINT73I> (3 1meg) 2MA T, X5
i 2FREL 7z, RISTRICEAFIREEKEF b U Y LAKIBIREMA 1V ™ IR
fFFL. 700K ATHELZ, BETSELZZELTESNARX S, yOo0
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RWL/ TN (41) TRETASUAX VIO NS T4 —ic kD5
(L, REOLEWE 16 0meg. VLS 6 ¥ THEE,
'H-NMR (CDC1;,, 400MHz):61. 01 (t, =7. 5Hz, 3
H),1. 59—1. 69 (m, 2H) ,3. 27—3. 34 (m, 2H), 4.
05 (s, 3H), 4. 06 (s, 3H), 4. 95—5. 01 (br, 1H), 6.
47 (d,J=5. 4Hz, 1H), 7. 43-7. 51 (m, 3H), 8. 04
(d,J=2. 7Hz, 1H), 8. 53 (d,J=5. 4Hz, 1H), 8. 81
(d,J=9. 3Hz, 1H), 9. 74—-9. 79 (br, 1H)

HESHE (FD-MS, m/z):426 (M)
Efipl48 : N— (2, 4—27)v4A07 =)L) =N’ — {4~ [(6, 7—=
AbhFr—4—-F/Y)) AFL] —2-—-hrOJz=J)V} vL7F

4—[(6, T—=ARFT—4—-F,U)L) AF]—-2—-—=—bor=u>(1
00meg) ZZ7onR)bA (10ml), NRUZFIFI> (1ml) WZIBfRE L 7
®., 700FRINLICERLERNIERZY > (96meg) #MAT. MEUSHEE 5
gEILIz. RIT2, 4—-27)407=Y > (45meg) AT, 5100
BinZE 1Lz, RINRICEAFIREKET DU AKBEEMZ 71 IR
FFL. 7000V ATHELE, BETEEZZEELTESNARZ 2, OO
BIVL /TR (3/1) TRET EBUAFXNVIOX NS 7 4 —izk
DIEEL., XEOLEWES Imeg. K5 6 % THE,
'H—NMR (CDC1;,, 400MHz):64. 05 (s, 3H), 4. 06 (s,
3H), 6. 50 (d,J=5. 1Hz, 1H), 6. 91—6. 98 (m, 3 H),
7. 45 (s, 1H), 7. 49 (s, 1H), 7. 50—7. 54 (m, 1 H),
7. 88—7. 97 (m, 1H), 8. 05 (d,J=2. 9Hz, 1H), 8.
54 (d,J=5. 1Hz, 1H), 8. 77 (d,J=9. 3Hz, 1H), 9.
98 (s, 1H)

HEsHE (FD—-MS, m z): 496 (M)
EfEGI49 : N— {3, 5 =700 —-4—[(6, T—RArFi—4—F
D) AFINTxZ)) =N’ = (2, 4a—Fav-=)L) 7L 7

3, 5—2700-4—-[(6, T=PArFT—4-F/U)) FF2]7=
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D> (63mg) Z2700FRNA (5ml) ICEML. 2, 4—7)F4o07 ¢
=AY TF=h (340 1) EMAT—BRMBERLE., RETRES2E
LTRoNIERSZ, 700FIA/ TR (2./71) TEETSLU B
JORMIT T4 —IZEDBEL. ZKED(LEWES 6me. WET7 4% THE~,
‘H—NMR (CDC1,,400MHz):64. 05 (s, 3H), 4. 09 (s,
3H), 6. 26 (d, J=5. 4Hz, 1H), 6. 86—6. 93 (m, 2H),
7. 05 (s, 1H), 7. 44 (s, 1H), 7. 46 (s, 1H), 7. 60 (s,
2H), 7. 64 (s, 1H), 8. 01—8. 05 (m, 1H), 8. 48 (d,
J=5. 4Hz, 1H)

HESH#E (FAB-MS, m./ z):520, 522, 524 (M'+1)
IS0 : N— (2, 4—27)FAO0T7x=)l) =N’ — (2 —-7)FO0—4
— {6 —AbF—7—- (2—FNTFY /)T rF) —4—F) Y)L1FF)
7)) ULTF

N—(2, 4=27)FA07z=)) =N’ — {2—-7)Fn—4—- [(7—-k
FROF—6—-ArFo—4—-F /U AF2]I 722017 (20mg).
KEAVDL (Tmg), 3UFFS—n—TFILTFEZIA (2meg). N
— (2=70O0xF)) EBIKRU EEE (1 0meg) 2N, N—IAF)LKI
LAT7ZE (Iml) ZHEBELT7 OCT—HRBILA, RISHKIZEREEKESF R
VD LKEHEZEMA . 27008V ATHEL, Z7ooR)L AR EKFRE< S %
PULTHRLE, BETAEEZZEELTESNABIE, 700KIA S AY
= (30/1) TREATZ2EE UAFN 70T TS T 0 — 2k ORI,
FEDLEME 1 4meg. KRS 7% TH:E,

'H—NMR (CDC1;,400MHz):62. 57 (t, J=4. 4Hz,
4H), 2. 88 (m, 2H), 3. 69 (t, J=4. 4Hz, 4H), 3. 94
(s, 3H), 4. 26 (t, J=5. 9Hz, 2H), 6. 43 (d, J=5.
1Hz, 1H), 6. 77—6. 95 (m, 4H), 7. 35 (s, 1H), 7. 4
3 (s, 1H), 7. 96~-8. 02 (m, 1H), 8. 13—8. 17 (m, 1
H), 8. 44 (d, J=5. 1Hz, 1H)

EWFIS T  N— (2—2r00—4—{[6—ArFL—7—(2—FEJ5RY /T
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PF¥) —4—-F /U] AF) Jx=)V) =N’ — (2, 4—-27)407
z=)V) OL7F

N—-{2-70O0-4~- [(7T-eROFL—6—-ARFI—4—F/Y)J) %
F] 7xZI)V} =N’ = (2, 4—=27)AFAOTz=)) LT (1 74mg)
ZN, N=ZAFIIEILLATIR (9m) ITBRELUEE. REEHY YA (6 4
mg)., AVAETFI-n~TFINT>EZTIA (14meg). N— (2—-r0O0
IFI) B|IKRY S (86mg) #MAL. 70CTL 7EMBRE. K
JSHRIZEAFIERBR/K R DU D LAKEBKZMA, 7 OORILATHEL., »oosk
WARBZEEKRRE S N U LATHBRL - BETAREEEREL TEON-RE %,
700FRNL/A AT /=)L (20./1) TERBATAUIF VIO NTS T 4
—ICKDEEL, REO(LEYWE 7 5meg. NE I3 5% THE:~,

'H-NMR (CDCl; 400MHz):62. 60—2. 67 (m, 4H),
2. 95 (t, J=6. OHz, 2H), 3. 71-3. 79 (m, 4H), 4.
01 (s, 3H), 4. 33 (t, J=6. OHz, 2H), 6. 50 (d, J=
5. 1Hz, 1H), 6. 85—-6. 97 (m, 2H), 7. 09—7. 17 (m,
2H), 7. 22—-7. 27 (m, 2H), 7. 42 (s, 1H), 7. 50 (s,
1H), 7. 97—-8. 01 (m, 1H), 8. 28 (d, J=9. 0Hz, 1H),
8. 51 (d, J=5. 1Hz, 1H)

BHESHE (EST-MS, m/z): 585, 587 (M'+1)

EWFIS2 :N— (2, 4—27)NFDTx=J) =N’ — (4— {[6—AF*
>=7— (2-FNHRU/ThFI) —4—F/U)N] FF)} —2, 5-2R
FIT7x=)) ILF

N=(4—([7— (R>ZIAFL) —6—AbFi—a—F /)] FF)
—2, 5=IAFNT7 ) =N’ — (2, 4—-7)AFAO0T7 =)L) 9L 7
(36 6mg) N, N=IRXFILIRINLT IR (6m 1) ITHEMEL. /KEE(L/S
TPUAL (366meg) ZMMA. KEFHITEIRT IBRIBHRLE., BETAE
EZEEL7OOFRIVAL, AY /J—)VICHEBRL. ES51 FEBLA. KIS, BETF
BHEBEL THONAERERE (213meg). #EHYYL (109meg). I™
b2 —n—-—TFNTEZIAL (1 2mg). N— (2-rnoxF)) B
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RUEEEE (74meg) &N, N=ZUAFI)IBRIVAFTIR (5ml) ITEmL
TOCTIHMHBRLZ., METFTEHEZEEL. Bon-BIlckEmMiAry ook
WALATHHL, 700FRIVLABEREF N Y ATERL-, BETARSSEE
LTHsNiESZ, 7o0fk)lba/ A%/ —=) (10/1) TRETIEES
UATAIZOIMT 574 —ickDBEBL, ZEOLEWE106me. L5
5% Tz,

'H-NMR (CDC 15, 400MHz):62. 17 (s, 3H), 2. 27 (s,
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, =6. OHz,
2H), 3. 76 (t, J=4. 6Hz, 4H), 4. 03 (s, 3H), 4. 34
(t, J=6. OHz, 2H), 6. 31 (d,J=5. 4Hz, 1H), 6. 4
7 (s, 1H), 6. 81 —6. 92 (m, 83H), 7. 00 (s, 1H), 7. 4
3 (s, 1H), 7. 54 (s, 1H), 7. 58 (s, 1H), 8. 05—8. 1
2 (m, 1H), 8. 47 (d, J=5. 4Hz, 1H)

EWEFIS 3 :N— (4— {[6=—ArFP—7—(2—F)NHFY /)T rF) —4
—F /U] AF) -2, 5=JAFITxzI)) =N’ — (2—A kX7
=) LT

N=(4={[7— (RZDPNFF) -6 —AbFT—4—F )] FF)}
=2, 5=2AFNT =) =N’ — (2—ARF>T7zZ)) L7 (36
3mg) EN, N=ZAFIFRINALATIR (6ml) ITEMRL. Kigb/s5 2w
L (363meg) ZMA. KEFHETHRETIBRBRLAE., WETABEZEE
Lzoof)b, AZ —)VICBEEL. £S5 FMRIBLA. KIZ. METALR%E
BERLTHSNLEE (19 1meg). KEHJU YL (219meg). IIEFH
TJ=n—T7FINTEZUA (12mg). N— (2—r0QxF)) KR >
BEEE (148me) N, N=ZUAFIHKINALATI R (5ml) IZHEBEL T 0
CTIBRBHR L, BETESZEEL., BoNABIITKENMA 7 O0ORILA
THEL. 7 00RVABEREF N UYL TER L, METEEEERLT
BONLHS &, JODKRLASAY /=)L (10/1) TRETZEES U7
FNUBI RIS T4 —ICk OBl REOLEWEL 0 Ime. K5 5%
TiFz.
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‘H-~NMR (CDC1;,,400MHz):062. 17 (s, 3H), 2. 28 (s,
3H), 2. 64 (t, J=4. 5Hz, 4H), 2. 96 (t, J=5. 9H z,
2H), 3. 76 (t, J=4. 6Hz, 4H), 3. 83 (s, 3H), 4. 04
(s, 3H), 4. 34 (t, J=6. 0Hz, 2H), 6. 30 (d,J=5.
4Hz, 2H), 6. 86—6. 90 (m, 1H), 6. 96—7. 06 (m, 3
H), 7. 16 (s, 1H), 7. 43 (s, 1H), 7. 57 (s, 1H), 7.
59 (s, 1H), 8. 11—-8. 16 (m, 1H), 8. 46 (d, J=5. 4
Hz, 1H)
EhFIS 4 . N— (2—2700—4— {[6=—ARFI—7— (2—ArFIT
F¥2) —4-F/0)NAFL) Jz=)V) =N’ — (2, 4—o)407
=)V 97
PAFIVAINEFR (2m 1) ITAKFERFPUTALA(60W%. 1 53mg)
ZmA, 6 0CT30OBBBERICL, 4—73I/—-3—ro07z/—)LiE
B (34 3mg) ZMAEIBETI 0BABRLZ, KITZAFIINZINEFIR (2
ml) IZEMLIZ4—-2700-6—AMF—7— (2—ARFIThF) F
JU> (2564mg) ZMA110CT—HEBERLZ, REEIZKZMNA OO
WV LTHHLUZER. 7 00FR)VABEBEFREEKFE T N D AKBEHR THES L.
KBS NI DLTEHBRL, WETEEEZEELTESNZRE%:, yoO
RIWVL TN (7/3) TEBATZUASINVIOTRNTS T4 —ICk0E
"ML, 2—700-4— {[(6—APF2—7— (2—ALFTThF) —4
—F /A FU) T EEERMET ZREREYW3I 3 2meg 2B~ FD
56 83mgZEroOfRibA (5ml) IZEMEL. 2, 4—27)0Fo 7))
AVTF—b (32un 1) ZMAT—BMEER L., METHEEZEELT
"ok R, yo0O0RIVA/TEbE> (2/1) TEBATSUASIL O
RETST74—ICKDERL., ZEO(LLEWZE S5 0meBir.
'H—-NMR (DMSO—-ds 400MHz) 63. 75—3. 77 (m, 2H),
3. 94 (s, 3H), 4. 27—4. 29 (m, 2H), 6. 55 (d, J=5.
1Hz, 1H), 7. 04—7. 09 (m, 1H), 7. 25—7. 36 (m, 2
H), 7. 42 (s, 1H), 7. 50 (s, 1H), 7. 51 (s, 1H), 8.
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09—-8. 15 (m, 1H), 8._24 (d, J=9. 0Hz, 1H), 8. 49
(d, J=5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1H)
EMFI5 5 : N— (2—2rB0—-4— {[6—RArFL—T— (2—ArFiT
bFID) —4—-F/UNAFL) JxZ)l) —N' — (2—AXAKFT1=)0)
ovy

PAFIANTRFE (2m 1) IKKFEEFRIIL(60w%. 153meg)
ZMA. 6 0 CT30OEBBEIBICL, 4—F3I /-3 —s007x/—)LiE
B (343mg) ZMAERT] 008 LA, RICTAFIIZNEFLR (2
ml) ITEFELZ4 - 00-6—-ARF—7— (2—ARF2ThF) +
/U2 (254meg) ZMA 11 0CT—HBHRLE. RISKIZ/KEZMZ 00
BRIVATHHUZR. 7008V ABEEFREEKFEF MU Y LKBIETHREL.
FKFEEST P U DT ATHKR L., BETEAFZEELTESHABSE, yoO
TIWVL/ TR (7,/73) TEETZUAFINIOTRT S 70 —I12k 0
"BU. 2—700-4— {[{(6—AFF>—-7— (2—=AFFIITrF) — 4
—F/VIAF) TDUEEERMET DREEW3I 3 2meg 2B, TO
2658 3megzErOOMNI A (5ml) IZHEMFL, 2—-ArF2 TV
TF—h (35u 1) ZMAT—HMBBER L. BETFEREZEZZEELTESR
& E, yoadis /Ty (21) TRETS YA zOT RS
T4 —IZEDHEEL., REOLEWE 3 1meg B,
'H—-NMR (DMSO-—ds, 400MHz) 63. 75—3. 77 (m, 2H),
3. 90 (s, 3H), 3. 94 (s, 3H), 4. 27—4. 29 (m, 2H),
6. 55 (d, J=5. 1Hz, 1H), 6. 89—-7. 05 (m, 3H), 7.
24—7. 27 (m, 1H), 7. 42 (s, 1H), 7. 48 (d, J=2. 7
Hz, 1H), 7. 50 (s, 1H), 8. 08-—8. 11 (m, 1H), 8. 18
—8. 22 (m, 1H), 8. 49 (d, J=5. 4Hz, 1H), 8. 99—09.

03 (m, 2H)
EHiFIS 6 : N— (2, 4—-TI)0FA07x=)b) =N’ — (4— {[6 — Ak
Fr—7— (2-ArFIThFI) —4-F Y )NFFL} —2, 3—-TR

F 7)) LT
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N—(4—{[7T— (RZDNUFFL) —6—-ARFT—a—F /U JFF)
—2, 3=TVAFNTxzZI)) =N’ — (2, 4—->o)hFaTz=)) LT
(213mg) N, N=PAFILKRIVATIR(5ml)., NUIFITI> (1
ml) ITEMRL. KEENSZILA (40mg) 2Mi. AESESTFT=ET—
MERLL. KEKRZEEST MEBLZOOFRINA S AY ) — )L Tk L=, &
ETFTHEHZEERL THESNIZEZZT184mgDdB5090megaEN, N—IJAF
WHRIVAT IR (1. 5ml) AL, TZICREAY YL (32mg). I
b7 "o —n—TFNTEZIAL (Tmeg). 2—TOFEIFILAFII—F)
(32meg) ZMA., 70CT—HBRLE. KEKRICHIREAZEF UYL
KBWEZMA, 700FRINATHHL, 7OoORIVABEEKRES Y 22 A
THRLZ. BETBREEERELTEONAESE, yaak)ls, /TR (2
/1) TRETSEB UMV IZOTRNT S 70— 12k DERL . EEHOAS
%11 0megidi,
'H-—NMR (DMSO—-d,, 400MHz):61. 97 (s, 3H), 2. 1

7 (s, 3H), 3. 31 (s, 3H), 3. 70 (t, J=4. 4Hz, 2H),

3. 90 (s, 3H), 4. 21 (t, J=4. 4Hz, 2H), 6. 18 (d,

=5. 1Hz, 1H), 6. 95—6. 98 (m, 2H), 7. 22—7. 31
(m, 1H), 7. 834 (s, 1H), 7. 51 (s, 1H), 7. 62 (d, J=
8. 8Hz, 1H), 8. 03—8. 10 (m, 1H), 8. 36 (d, J=5.

1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s, 1H)
EhFIS 7 : N— (4~ {[6—AbF—7— (2—AFFIThrF) —4

—F JUAEFL) —2, 3-UAFN T —N' = (2 ARFLT
=)L) LY

N=— (4= {[7T- (RZDNFF2) —6—ALF—4—-F ) Y)ljFF)
— 2, B=UAFATIIN) N’ — (Z—ARFLTEII) LT (16

Img) ZN, N=ZAFNFINLFZIR (4ml), RUZFINT7I>(1ml)
CHEBL . KBE/XS 2T L (32me) 22X, KEFEKTEIR T
L7z RISEZESC MEBBLZOOKRILA S AY J—IL TS L, BETFE
HEBELTHONEZEZST223megDd>5MD110megEN, N—JAF)Lik
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WL ZF (1. 5ml) ([CEBEL, TZITRELUTL (23mg). I
RS—n—TFNT7>EZTUL (bmg), 2—TOFZFINAFINI—F) (2
3mg) ZMA. 70TCTT—RBEBRLZ, RISKICEMREEKES MUY AKE
WZEMA., 700 )VATHEL, Z7oofR)VABZEKEES VR A TE
BLEZ. BETBHZEELTESNARSEZ, yooflha TEr> (27
1) TRATZ2EBUATNIZORMNT S 74 —ICX0BEHEL., EEOLEY
Z89megifFi.
'H-NMR (DMSO—-ds,, 400MHz):62. 00 (s, 3H), 2. 1
7 (s, 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s, 3H),
3. 90 (s, 3H), 4. 22 (t, J=4. 2Hz, 2H), 6. 19 (d,
J=5. 1Hz, 1H), 6. 81 —-6. 88 (m, 2H), 6. 94—6. 97
(m, 2H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 58 (d, J=
8. 8Hz, 1H), 8. 07 (d, J=8. 8Hz, 1H), 8. 36 (d, J
=5. 1Hz, 1H), 8. 48 (s, 1H), 8. 58 (s, 1H)
ERFIS 8 : N— (2, 4—7)Fo7xz=)L) =N’ — (4— {[6—RA}F
Y= 7= (2 AMFIRFS 4 —F /Y] AFL) -2, 5= AF)
Zx=)V) o7

N=(4={[7T-(R2ZNFF) -6—-—AbF—4-F /)] FF}
—2, 5=PYAFINT ) -N' = (2, 4-2T)FnT)) LT
(366meg) ZN, N=ZAFILARILATI K (6m 1) ITEMAL. KEE{L/S
TPUL (366mg) ZINA. KEFHKT=EET 1 BB L -, BE TiSH
ZEELZOORIVA, XY/ —IVICERL. 51 MEBLAE. X, BET
BRZEEL THEoN/EE (21 3meg). kEHUYA (109meg), I
EFbS—n—TFNT7EFZIL (1 2mg). 2—TOFIFIAFIIT—F
W (40pu 1) ZN, N=IXFIFIALTIR (5ml) IZBEML70CT1
R L7z, BIETHEHEEZEEL., BoNBRIIT/KEINZ 2 OOkIL LA THH
U, 200KV LABERET M) DA TEERELE, BETHEEZEELTESN
e E, vuaRIVA ALY /=) (10,71) TERRTSEBUISIVY
O TS 74—ICKOBEHL, REOLEHE L 24me. NK7 3% TH.
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'H-NMR (CDC1;,400MHz):062. 17 (s, 3H), 2. 26 (s,
3H), 3. 49 (s,3H), 3. 90 (t, J=4. 8Hz, 2H), 4. 03
(s,3H), 4. 34 (t, J=4. 8Hz, 2H), 6. 30 (d, J=5.
1Hz, 1H), 6. 57 (s, 1H), 6. 81—6. 95 (m, 3H), 7. 0
0 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 57 (s, 1
H), 8. 05—-8. 14 (m, 1H), 8. 46 (d, J=5. 4Hz, 1H)
HESHE (ESTI~-MS, m z):524 (M+1)
KhEFIS 9 : N— (4— {([6 —APFL—7— (2=RArFLTFrF) —4 —
FLUN] AF) -2, 5=TAFINTzZ)) =N’ — (2—ARF T
—) L7y

N= (4~ {[7=RZDNFFI) —6—AbF—4—F /) U)L] F%E}
—2, 5=TAFINTxZI) =N’ — (2—AMFTTxZ)) ILT7 (36
3mg) N, N=ZAFIFRIALTIR (6ml) ITBMEL. KEE{L/ST T
LH (363mg) ZMA, KEFHKTEETI BEBRLA, BETFEREZE
Lozaoaibb, AF /) —JVICHEMBL., 51 MEBLE. KIZ, BIETSGZ
HALTHRONZEE (19 1meg). KEAHY YA (110me). 7Tk
T=n—T7FNTEZIAL (1l 2meg). 2—TOFIFIAFII—F)L (8
Omg) ZN, N=ZAFNFRIVALATI R (5ml) ICEML 7 0CT 1 B
L7z, BIETEEZEEL, BoNBIITKEMA 7 OORILATHEL, »
O ORIV ABEREET F U ATES L, BETAREEEL TELNATES
2, 200FRNLAY =)L (10./1) TRETEBULZ )L r7O< R
o574 —ICK0OKEL., REO(LEWE 1 28meg. KT 6% THE,
'H-NMR (CDC1,,400MHz):62. 17 (s, 3H), 2. 28 (s,
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J=4. 8
Hz, 2H), 4. 04 (s, 3H), 4. 35 (t, J=4. 9Hz, 2H), 6.
30 (d,J=5. 4Hz, 1H), 6. 33 (s, 1H), 6. 86—6. 90
(m, 1H), 6. 96—7. 06 (m, 3H), 7. 17 (s, 1H), 7. 43
(s, 1H), 7. 56 (s, 1H), 7. 58 (s, 1H), 8. 12—8. 17
(m, 1H), 8. 45 (d, J=5. 1Hz, 1H)
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HESHE (EST-MS, m/ 2z):518 (M'+1)
ERFI6 0 : N— (4— {[7T— (RZPINAFI) —6—AbF—4-—F)
JINAFIY =2, S=PAFNTxzZ)) =N’ — (2=—ARFTTx=)))
gv7

4= {[7T— (RZDNAF) —6—AMF—4—-F ) UNjFF} —2,
3—TAFITZU(260mg) EN, N=ZAFILRIALATIR (5m)
WL, 2—-AbPF2T7zZIYV7F—b (116meg) ZMATE
BT—BRRE L. RISHEICEMKEKEZES MU D LKEBEREZINA. ZoOokiL
ATHHL., 700RVABEEKMES R UATERELUE, BETBR:
HELTESN/EREE, 7OoaRibA /T2 (2/1) TEET2HED
UATN7aI bS5 7 4 —iCX0BEL, REO(LEYWE 16 9meg. NE4
7 % TRz,
'H-—NMR (DMSO-d, 400MHz):61. 99 (s, 3H), 2. 0
2 (s, 3H), 3. 83 (s, 3H), 3. 90 (s,3H), 5. 25 (s, 2
H), 6. 18 (d, J=5. 3Hz, 1H), 6. 81 —-6. 87 (m, 2H),
6. 95 (d, J=6. 1Hz, 1H), 7. 29—7. 59 (m, 7H), 8.
07 (d, J=6. 1Hz, 1H), 8. 35 (d, J=5. 3Hz, 1H), 8.
48 (s, 1H), 8. 58 (s, 1H)
L6l N—{2-00-4—[(6, 7=YAbF>—4—FFJY)})

AF] TJxZ)V —N' — (2, 4=yl AOaT7z=Z )N} ILT

2=—rs80oO0—-4-— [(6, 7T—=IRAbF—4—-—FFVU)) FF] 7=V
> (214meg) =roof)bs (5ml) ITEHLEE, 2, 4 -2 7)40O
ZxzZNAVTF—b (180ul) ZMATT7 OCTA4RMIRIELE. T Z
WWEBOI—FI)VZEMA, HHLZKERZRSIEEL. XEO(LEWE 14 6m
g. IXEK4 6 %THE-.

'‘H—NMR (DMSO—-d,, 400MHz): 63. 98 (s, 3H), 3.
99 (s, 3H), 7. 03—7. 10 (m, 1H), 7. 28—7. 37 (m,
2H), 7. 40 (s,1H), 7. 56 (s, 2H), 8. 08—8. 21 (m,
2H), 8. 57 (s, 1H), 8. 80 (s, 1H), 9. 30 (s, 1H)
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BEOWE (ESTI-MS, m/ z):487, 489 (M'+1)

EWEHI6 2 N—{2—-—200—-4—-[(6, 7T—ARFT—4—FFJ1)=)L)

AF]) 7)) =N —Job)lyLy

2=2700—-4—[(6, 7T-ArF—4—-FFJSU)) FF2] 7=y
> (5. 13g) 2700FKIAL (100ml). RUTFITFTI> (5 Om1i)
WCEBLZ®%, JooRIbA (3ml) ICEBBUERUKRIFY (4. 5 9g)
ZMATI OMEBHRLE, RiCn—70ENTI> (2. 74g) 2MAT.
S oI 2KMEEER L. RIGRICEMREKEF N o AKBKENA, 700
TILTHHL., 700FRVABEEKREF N T LATERL~-, BETFTEE
EEELTHRONAEESZ R, 7a0RIVAL A/ —)L (50,/1) TRETS
SUARATNI OIS T4 —ICXDBEL, REOLEME4. 14g. U=
6 4 % THI=.
'H-NMR (DMSO-—ds, 400MHz):60. 91 (t, J=7. 3Hz,
3H), 1. 41—-1. 53 (m, 2H), 3. 05—3. 12 (m, 2H), 3.
97 (s, 3H), 3. 99 (s, 3H), 6. 99 (t, J=5. 4Hz, 1H),
7. 22 (dd, J=2. 7THz, 9. OHz, 1H), 7. 38 (s, 1H),
7. 46 (d, J=2. 9Hz, 1H), 7. 54 (s, 1H), 8. 04 (s,
1H), 8. 20 (d, J=9. 3Hz, 1H), 8. 55 (s, 1H)
HESHE (ESI-MS, m/ 2): 417 (M'+1)
EFI63 :N— {(4—-[ (6, T=IAMFT—4-FFJ/UYZ)) FF7
)} N —ITFITLT

4—[(6, 7T-AbF>—4-FFJ/UZI) AF] 7= (50mg)
Zrzoof)bs (3ml), PUZFITFTI> (0. 2m 1) ICHMLEE%. ~ O
ORIVANIZERLZMIERZAT > (5 0meg) 2ATEIRT3 048R L =,
RICTFIVT 2 BB (6 9meg) ZMA T, SS5ITEHEBETBRIBRLE, K
JWRICA S =)V ZMA, 700fRIVA A/ AY ) — )L TEBTDHPLCIC L D E
2L, BEOLEWZE10mg. NE1 6 % TE~,
'H~NMR (DMSO—ds, 400MHz): 61. 07 (t, J=7. 3H
z, 3H), 3. 11—3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s,
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3H), 6. 10 (t, J=5. 4Hz, 1H), 7. 14 (d, J=9. 0OHz,

2H), 7. 37 (s, 1H), 7. 46 (d, J=9. OHz, 2H), 7. 55
(s, 1H), 8. 49 (br, 1H), 8. 53 (s, 1H)

HE #HE (ESI-MS, m/ 2z): 369 (M*+1)

EHigI64 N~ {4—-[ (6, T—PALFS—4—-FFVYZJL) FF17
z=J)) —N —JoEioL7y

4—-[(6, T—PARFT~4—-FFJSYUIV) FAFL] 72U (5 Omg)
zrzoof)lbs (3ml), PUIFINTFTI (0. 2ml) IZEHEBLER. 70O
ORIACEFHELIZMUBRZAST > (5 0meg) ZMATEETS3 0 2REBRL -,
RIZTZOENTI (21u]) #MAT, SSCERT—BRBRLE, KISHE
WKAY J—=IbEA. 200FRIVL S AY ) —)VTREBTSHPLCICL DERIL .,
HEDILEWZ 3 0me. NE4 7 % TH:-.
'"H-NMR (DMSO—ds, 400MHz):60. 89 (t, J=7. 6H
z, 3H), 1. 41—1. 50 (m, 2H), 3. 04—3. 08 (m, 2H),
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 15 (t, J=5. 9Hz,
1H), 7. 15 (d, J=8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46
(d, J=9. OHz, 2H), 7. 55 (s, 1H), 8. 48 (br, 1H),
8. 53 (s, 1H)

HESHE (EST—MS, m/ z): 383 (M*+1)
EEFI6 S :N—TFI-N — {(4—-[ (6, 7T—ALFT—a4—FFJ1=
V) AFINT7 )V OLT

4—-[(6, T=ZAbFL—4—-FFVUZI) AF2] 70U (50meg)
Zroor)bs (3ml). FUZFIITIZ (0. 2m 1) ICEML~E%, 70O
OBFRIAICERLIZM)ERAST > (5 0meg) 2MATEIRTS3 0 R8sl -,
RICTFINTI (220 1) EMAT, SSICERETB®RBRLS., RISKIZ
AL =IvEMA. 200FRINL A ) — )V TRET SHPLCICL DRI,
FKREDOILEME 2 9meg. NE4 3% THE-,
'H-NMR (DMSO-—ds, 400MHz):60. 91 (t, J=7. 3H
z, 3H), 1. 28—1. 47 (m, 4H), 3. 07—3. 12 (m, 2H),




WO 00/43366 PCT/JP00/00255

- 87 -
3.97(5,3H%3.99(S,3HL6.12(t,J=5.6HL

1H), 7. 15 (d, J=8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46
(d,J=9.0Hz,2HL7.55(S,1H%8.47(br,1H%
8. 53 (s, 1H)

HEDTE (EST-MS, m. z):397 (M*+1)
%%WGG:N—{4ﬂW6,7—9%#*&*4—*TVUZW)1#9W

=)l =N = RFHILT
4—“6,7—9%%#9—4—*%9U:»)ﬁ#&]?:U?(SOmg)
ZrzoOooOm)A (3ml). PUITFIVFI (0. 2ml) ICHEBELE%., ~ 0O
ORIV LTEBLUIZ M IRAT > (50meg) 2INXTEIETS3 0 BB L -,
RIZTINTI (26u ) ZMAT. ESICERTHRBRL~., KISEIC
ALY/ —IvEMA., Z700R)IVL S AEY ) — )V TEBT3HPLCIC L DERIL .
KEDOLEME2 1mg. WNE3 0% THE-,
'H—NMR (DMSO—ds, 400MHz):60. 89 (t, J=7. 1H
z, 3H), 1. 27—1. 47 (m, 4H), 1. 41—1. 48 (m, 2H),
3. 06—3. 11 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H),
6. 13 (t, J=5. 6Hz, 1H), 7. 15 (d, J=9. 0Hz, 2H),
7
1

.37 (s, 1H), 7. 46 (d, J=8. 8Hz, 2H), 7. 55 (s,
}ﬂ,8.47(br,1HL8.53(s,1H)

HESE (ESTI-MS, m/ z):411 (M*+1)
EWEFI6 7 :N— (sec=TFIN) =N’ — {(4—-[(6, 7T—TArFI—4—
FFVUZI) AFNT IV} LT

4—-[(6, T=ZPArFL—4-FFJ/UD)L) AF2]7=U>(50mg)
Zrzood)bs (3ml). PUIFITI (0. 2m 1) ICEAMRL%. 7O
ORINLDIZERELIZ M URA T2 (50mg) #MATEIR T3 0 9 REEeL -,
RiTsec-7FINT I (231 1) EMAT, SSITEEBET—HRBRLE, KIS
WRICASY /=)l A, 700FRIA/AY ) —)LTRBEYT 2HPLCIZ & 0 ¥l

L. REDLEWZE 3 3me. NE49 % TE-.
'H—NMR (DMSO—ds, 400MHz):60. 88 (t, J=7. 3H
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z, 3H), 1. 08 (d, J=6. 6Hz, 3H), 1. 40—1. 47 (m,

2H), 3. 58—3. 64 (m, 1H), 3. 97 (s, 3H), 3. 99 (s,
3H), 5. 98 (t, J=8. 1Hz, 1H), 7. 15 (d, J=9. 0Hz,
2H), 7. 37 (s, 1H), 7. 46 (d, J=9. OHz, 2H), 7. 55
(s, 1H), 8. 38 (s, 1H), 8. 53 (s, 1H)

HEBHHE (EST-MS, m/ 2):397 (M*+1)
EHFI6 8 :N—TUN=N — {4—-[(6, T=UARFL—4—FF 1=
W) AFINT7zZI)L) LT

4-=[(6, T-PAF>—4—FFVUDI) AF2] 721> (5 Omeg)
Z2008)VA (3m1). PUZFIIFTI (0. 2ml) ICEML~%, » o
OFRIVAZERLIE NIRRT > (50meg) 2IMATEETI3 0 5RBRL-,
RIZTUNT I EER (3 1mg) 2MA T, S5ICEET—BRBRLA, &
JSRICASY J =)V EMA, 700KIVASAY ) — )V TRETBHPLCIC L DI
"L, REOLEWE2 1mg. X3 3% TE-.
'H-NMR (DMSO—-ds, 400MHz): 3. 73—~3. 76 (m, 2H),
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 07—5. 21 (m, 2H),
5. 84-5. 92 (m, 1H), 6. 28 (t, J=5. 6Hz, 1H), 7.
16 (d, J=9. OHz, 2H), 7. 38 (s, 1H), 7. 47 (d, J=
9. OHz, 2H), 7. 55 (s, 1H), 8. 53 (s, 1H), 8. 59 (s,
1 H)

HESE (EST-MS, m/z):381 (M*+1)
EhEFI6 9 :N— {4—[ (6, 7T=ALFT—4—FFVUYZ)) FF7
=)} =N — (2—=7JOoE=Z)) yL7

4—[(6, 7T=AbF—4-FFVY)) AF]IT7=U>(50meg)
ZooOm)VA (3ml). PUIFITI> (0. 2m ) ICEMBLE%, 70O
ORINLICEBLIZNIRAT > (50meg) #MATEIETS 04 EBERL~,
RIZTOIVFNT I VRS (3 1me) 2MAT. ES5ICEET—HREBIRL
oo RIMRIZAY /—)L&iNA. Z20nOfRIbh, A% J— ) TEBE3T 5HPLCIS
KOHBEL., ZREOLEWZE26me. NE41%THE~. 'H-NMR (DMS
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O—de, 400MHz):3. 11-3. 12 (m, 1H), 3. 89—-3. ¢

0 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 49 (t, J
=5. 9Hz, 1H), 7. 17 (d, J=9. OHz, 2H), 7. 38 (s,
1H), 7. 48 (d, J=8. 8Hz, 2H), 7. 55 (s, 1H), 8. 53
(s, 1H), 8. 68 (s, 1H)

HEOHE (ESI-MS, m/ 2):379 (M*+1)
EKIEFI7 0 :N— (2, 4= TNFONRCI)) =N — {4—[ (6, 7T—
AbFr—4—FFVUZ)) FF1T7z= )} LT
4—[%,7~9x##9—4—#%ju:w)i#>]7:Uy(50mg)
&7DD$wA(3m1%bUI?»?E?(O.ZmI)K@%Lt%‘bﬂ
Dﬁ»AE@%LtFUﬁXE)(SOmg)%MiTEﬁfBOﬁ@%#bta
RZ2, 4=27)0A0RCDITI> (220 ]) Z2WAT. = SIc=ET—
%%#btoﬁmﬁtx&/—w%Mi\ﬁDDﬁ»A/%&/—»TEﬁT%
HPLCIZK DL, REOLEWZE 3 2me. R4 1 %Y TE~,
'H-NMR (DMSO-d.«, 400MHz): 3. 97 (s, 3H), 3. 98§
(s, 3H), 4. 32—4. 33 (m, 2H), 6. 66 (t, J=5. 91z,
1H), 7. 06—=7. 10 (m, 1H), 7. 16 (d, J=8. 8Hz, 2H),
7.19=7.24 (m, 1H), 7. 37 (s, 1H), 7. 40~7. 44 (m,
1H), 7. 48 (d, J=9. OHz, 2H), 7. 55 (s, 1H), 8. 52
(s, 1H), 8. 69 (s, 1H)

HESWHE (ESI-MS, m/ 2z):467 (M*+1)
EREBI7 1 N= (4—-[ (6, 7—=PRAbF—4—FFVUZ)) FF37
=)} =N = (2—FBUIIAFII) ILF

4—[(6, 7T=2AbF2~4—-FFUYZ)) FF2] 7= (50me)
Zouoribs (3ml). PUIZFITI> (0. 2ml) ICEMELA%. 70O

OFRIVLIZEBLIZ P UFRZAT > (50meg) 2MATERETS3 0 9REEL -,
RiIZ2, 4—27)0W4aR2IITI> (31ul) 2WAT. S HICEIRT—
MR L. RIBIRICASY /—)VEMA. 200fIVA /Ay ) — )L TCEEYT 5
HPLCIC K DHEHEL ., BEOEWZ 3 1meg. L4 3% TEE
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'H-—NMR (DMSO—-ds, 400MHz):3. 42 (s, 2H), 3. 98

(s, 3H), 3. 99 (s, 3H), 7. 16—7. 19 (m, 2H), 7. 22
—7. 27 (m, 3H), 7. 38 (s, 1H), 7. 57 (s, 1H), 7. 67
(d, J=8. 8Hz, 2H), 7. 88—7. 92 (m, 1H), 8. 46—8.
48 (m, 1H), 8. 54 (s, 1H), 8. 87 (s, 1H), 12. 19 (s,
1H)

BESWE (FD—-MS, m/ z):431 (MY

KWHFI7 2 :N— (2, 4—=7)NFA0T7x=)V) —N — {4—[ (6, 7T—
AbF—4-—FFVUZ)) FFI1T7zI)) LT

4—[(6, 7T—-ArF—4—-FFISUJ) FF)I 70U (5 Omg)
ZrzOOdm)Vs (3m 1) [CEBLEHE, 2, 4-27)A 0747
FT—=b (24 ul]) ZMAT—BRMBBRL /=, WHLABEZER. KELE
RMDOILEMZS 5meg. NERT 2% TH-

'‘H—NMR (DMSO—-ds, 400MHz):3. 98 (s, 3H), 3. 99
(s, 3H), 7. 04—7. 08 (m, 2H), 7. 24 (d, J=8. 8Hz,
2H), 7. 29-7. 35 (m, 1H), 7. 38 (s, 1H), 7. 54 (d,
J=9. OHz, 2H), 7. 56 (s, 1H), 8. 06—8. 14 (m, 1H),
8. 51—8. 54 (m, 1H), 8. 54 (s, 1H), 9. 11—-9. 12 (m,
1H) _
HEME (EST—-MS, m/ z):453 (M*+1)
KREFI7 3 :N— {(4—-[ (6, 7T—PArFL—4—FFJUZJL) FF17
=)} =N — (4-—T)lFazx=)l) YL F

4-[(6, 7T=IArF—4—-FFJSUZ)) FF] 72> (50me)
Z7OORNA (3m 1) ITEMRLEE, p—7)F 07 )1V FF—hk
(23w l) ZMAT—BMEER Lz, RINKICAY 7 —)VEMA. ZOOR
W/ AL/ —IIVTRAYTSHPLCICL DESRIL ., REO(LEWE 26me. X
36 %THEE.
'H-=NMR (DMSO—ds, 400MHz):3. 98 (s, 3H), 3. 99
(s, 3H), 7. 11—=7. 15 (m, 2H), 7. 22 (d, J=8. 8Hz,
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2H)_, 7. 38 (s, 1H), 7. 46—-7. 50 (m, 2H), 7. 54 (d,

=9. OHz, 2H), 7. 56 (s, 1H), 8. 54 (s, 1H), 8. 72
(s, 1H), 8. 75 (s, 1H)
HES HE (ESIT—-MS, m/ z): 435 (M*™+1)
EREBI7 4 N~ {(4—[ (6, T—IRAbFT—4—-FFVYZ)L) FF17
=)} N — (2—AF)IT7xz=J)V) wL7F

4—[(6, 7T—ArF—4-FFJUJ) FF2] 7= (5 Omg)
ZrzoOOr)bs (3ml) ITEELEE. o— M1 A VS TF—hk (25u
1) ZMAT—RINAERL /2. RISIRICAY J —)VEMx. vaoi)b A/ A
5/ —)VTHERBEY 2HPLCICLDRBHL ., ZEHOLLEWE30meg. XXK41%
TF=.,

'H—NMR (DMSO—ds, 400MHz): 2. 26 (s, 3H), 3. 98
(s, 3H), 3. 99 (s, 3H), 6. 93—6. 98 (m, 1H), 7. 13
—7.19 (m, 2H), 7. 22 (d, J=8. 8Hz, 2H), 7. 38 (s,
I1H), 7. 54—7. 56 (m, 3H), 7. 83—7. 86 (m, 1H), 7.
93 (s, 1H), 8. 54 (s, 1H), 9. 10—-9. 11 (m, 1H)

BESHE (ESIT1~-MS, m/ z):431 (M*+1)
EFI 75 :N—= {4—-[ (6, 7T—CARFI—4—FFJUYJL) FFI77
=)} N = (2—AbFTTx2))) ULT

4—=[(6, 7T=AbFo—a4-FFVUZIJ) AF2] 72U (50mg)
ZrooR)bs (3ml) WKBERLE®, 2—-AMF2T7z2Z)AVLF7H—h
(27ul) ZMXT—EEMEBGERL /2. RISBICASY ) —)VEmMA, yook
WL AT/ —)VTRET DHPLCIZE DRBE L, REDILEWE 3 4me. IX
45 %THEKZ.

'H—NMR (DMSO—-—ds 400MHz):3. 89 (s, 3H), 3. 98
(s, 3H), 3. 99 (s, 3H), 6. 89—7. 05 (m, 3H), 7. 22
(d, J=8. 8Hz, 2H), 7. 38 (s, 1H), 7. 54 (d, J]=8.
8Hz, 2H), 7. 56 (s, 1H), 8. 13—8. 15 (m, 1H), 8. 2
3—8. 24 (m, 1H), 8. 54 (s, 1H), 9. 40—9. 41 (m, 1
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H)
HESHE (ESI-MS, m/ 2z):447 (M*+1)
EWHI76 N— {(2—2r00—-4-71(6, 7T—AbFL—4—FFy=
V) AFINTxZ)} =N —IFITIL7F

2—700—-4—[(6, T—AbF—4—-FFVUzZ)) A*+2] 7=uy
> (200mg) Z2ZOO0F)NAL (5ml). PUITFILFI> (1ml) AR
L7z, 200NV AICEELIZMNIERZAS > (1 79meg) ZMATEERTS
OMRH L. RICTFINTI UHEMEE (246me) 2MAT, & 5I2EE
T—BRBH LUz, RSRICEMKEKRET M) T LKBKEZMA 7 OORIV LT
ML, Z700FRIINABEZEKKES N ATEBELE, METAEE22EEL
TRHRONLESZI7O0RNL S AY /—)V TRET2HPLCIC L DEHEIL, &
REOLEWZE159meg. NE6 5% TH/Z,
‘H—NMR (DMSO—ds, 400MHz):61. 08 (t, J=7. 1H
z, 3H), 3. 11—-3. 16 (m, 2H), 3. 97 (s, 3H), 3. 99 (s,
3H), 6. 96 (t, J=5. 6Hz, 1H), 7. 23 (dd, J=2. 7H
z, 9. OHz, 1H), 7. 39 (s, 1H), 7. 47 (d, I]=2. 7THz,
1H), 7. 55 (s, 1H), 8. 02 (s, 1H), 8. 20 (d, J=9. 3
Hz, 1H), 8. 56 (s, 1H)
HEothfE (EST-MS, m/ 2):403 (M*+1)
EHFI 7 7T  N—TFN-N —(2—-2r00-4—](6, 7T—JArFI—4
—FFVUZI) AFRINTI)V) ILT

2—r700—-4— [(6, 7T—2ArF2—4—-FFJUDI) FF2] 7Y
> (50mg) ZZ7oofr)lh (5ml), MUIZFILFTI> (1ml) IZERL
2B, 700FRINLICERLIEMIFRAS > (45mg) 2MATEIRT3 04
R L7z, RITTFINTI> (22p 1) AT, S5ICERT3 0OHEL
7z ROSHRIZEAFIREE/KIR T B U T LKBKREMA 7 o)L ATHEL, 7O
ORIV LABZEKRET M) VLATEHELE. BETEEZ2EELTESNERE
SZsoORIVA XY ) =)L TREATSHPLCICL DHERL., ZEOLEWE
30mg. XNE4 6 % TH~,
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'H-NMR (DMSO—ds, 400MHz):60. 91 (t, J=7. 3H

z, 3H), 1. 31—1. 46 (m, 4H), 3. 09-3. 14 (m, 2H),
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t, =5. 6Hz,
1H), 7. 23 (dd, J=2. 7THz, 9. OHz, 1H), 7. 39 (s,
1H), 7. 47 (d, J=2. 7Hz, 1H), 7. 55 (s, 1H), 8. 03
(s, 1H), 8. 20 (d, J=9. 0OHz, 1H), 8. 56 (s, 1H)
HEHHE (EST-MS, m/ 2z):431 (M*+1)

KEFI7 8 :N— {(2—-200—-4—[ (6, 7T—=JARFL—4—FF /1=
W) AFINTxZ )} =N —ROFIHLTF

2=7800—4—- [(6, T—TArF—4—-—FF1Y—)) ZF] 7=
> (50mg) ZZonfR)ls (5ml), NUIFILFTI> (1m1) IcEmEL
2. 200FRIIVAICERLUIE MRS (45me) Z2MATEETS 04
FHRER L. RICTINTI2 (26 1) 2MXAT, TS5ICHETI 04RL
oo RISHEICEEFIRBE/KFET MU T LKBEEMA 7 OOk ATHEL, 2O
ORIVABEEKRRET PV DL TERELE, METASE2EEL TESNAR
sE700KNALSAY ) =)V TRATSDHPLCICK DKL, =HO(LamE
33meg. WHE4 9 % THEE,

'H=NMR (DMSO-—ds, 400MHz):60. 90 (t, J=7. 1H
z, 3H), 1. 24-1. 34 (m, 4H), 1. 43-1. 48 (m, 2H),
3. 08=-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H),
6. 97 (t, J=5. 1Hz, 1H), 7. 23 (dd, J=2. 7Hz, 9.
OHz, 1H), 7. 39 (s, 1H), 7. 47 (d, J=2. 8Hz, 1H),
7. 55 (s, 1H), 8. 03 (s, 1H), 8. 20 (d, J=9. 0Hz,
1H), 8. 56 (s, 1H)
HEDHE (ESTI~-MS, m z):445 (M*+ 1)
FIEBI7 9 : N— (sec=TFI)N) =N — {(2—rOnO—4—[ (6, 7—IA
b —4—FFJUZ)L) AF1T7zz=)V) L7

2—=700—-4—[(6, T—ZARF—4—FFyYZ)l) 2] 71
> (50mg) ZrzoOfR)ls (5ml)., hUTFILFTI> (1ml) ICEm@L
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B, JO0O0FRNVLICEBRLIZRNIUERZAY > (45mg) ZMATEIET3 04

ML, RiTsece—TFIVFT I (230 1) BMAT. *5I7=ET30
DL 7. RIGHRICEEFIREEARE T MY T AKBKREMA 7 OOFRILVATHEL.
ZJO0OFRINVLBEEKREFT NV OATHERLE. BETARE2ZEELTESH
EEREEI/IOOFRIVA/AY ) —VTEBTSHPLCIC L DER L., =EHOS
M#z34mg. RES5 2% THE-,

'H—NMR (DMSO—ds, 400MHz):60. 89 (t, J=7. 6H
z, 3H), 1. 09 (d, J=6. 6Hz, 3H), 1. 43—1. 46 (m,
2H), 3. 68—3. 66 (m, 1H), 3. 97 (s, 3H), 3. 99 (s,
3H), 6. 88 (d, J=7. 6Hz, 1H), 7. 22 (dd, J=2. 4H
z, 9. 3Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J=2. 7THz,
1H), 7. 55 (s, 1H), 7. 98 (s, 1H), 8. 23 (d, J=9. 0
Hz, 1H), 8. 55—8. 56 (m, 1H)
BES7#ME (ESTI-MS, m/ z):431 (M*+1)
EEFI8 0 : N—TUI)V—-N — {(2—r0O0—-—4-[(6, 7T—ARF1—4
—FFVUIZI) AFINT7=I)N) LT

2—700—-4—-[(6, T—2AbF—-4—-FFSU)) FF2] 72U
> (50mg) 27o0OfR)LA (5ml)., RUITFILTI> (1m1l) ISR L
o1&, ﬁnmﬁ:)lx,&c:?’é%bf:l\}Uﬁ?X’f‘/ (45mg) ZEMATEIET3I0H
ALz, KICTUNT I VHEEE (2 1meg) #MAT. E5ICEET3 0
DU Tz RISHICEFIREEKRFE S MU D ARSI EMA 7 ORIV A THIE L.
ORI LABEEKEEST N DATER L., RETEAE*EELTESH
7ZERSZEZ70OfRIIVA S AY ) =)V TRBETAHPLCIC L DERIL ., BEDLS
Y& 45meg. NE7 2% THE-,
'‘H—NMR (DMSO—-ds, 400MHz):3. 76—3. 79 (m, 2H),
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 10~5. 24 (m, 2H),
5. 85—5. 94 (m, 1H), 7. 11 (t, J=5. 4Hz, 1H), 7.
24 (dd, J=2. 7Hz, 9. O0Hz, 1H), 7. 39 (s, 1H), 7.
49 (d, J=2. THz, 1H), 7. 55 (s, 1H), 8. 14 (s, 1H),
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8 19 (d, J=9. OHz, 1H), 8. 56 (s, 1H)

HESE (ESIT-MS, m/ z):415 (M*+1)

FHI8 1 :N— {2—2r00-4—[(6, T—TCARFL—4—FFY=

V) AFI1T7xZ )} =N — (2—-Fo¥=J) wL7F
2—700—-4—-[(6, T-IAMFT—4—FFVUZI) FF2] 7=

> (50meg) ZZoOFR)ls (5ml). PUIFITI> (1ml) iCBEL

2. 200NNV LICEBLUIZNUKRZAY > (45meg) 2MATEERETS 04

MEBEP L. KIZTO/VFILT 2 1EEE (2 1meg) #MAT. S5IC=E

T3 O0ML7z. FTHLAHREEHEE. %HiELEEOLEYWE38me. [NEK6
1 % T1F7z,

'H-—NMR (DMSO—-ds, 400MHz):3. 16—3. 17 (m, 1H),

3. 93—3. 95 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H),

7. 25 (dd, J=2. 7THz, 9. OHz, 1H), 7. 30 (t, J=5.

6Hz, 1H), 7. 39 (s, 1H), 7. 50 (d, =2. THz, 1H),

7. 55 (s, 1H), 8. 16 (d, J=9. 3Hz, 1H), 8. 18 (s,

1H), 8. 56 (s, 1H)

HE7HE (EST-MS, m/ z):413 (M*+1)

EFI82 :N— (2—-r00~4—[ (6, 7T=SAPFT—4-—FFJY=

W) FFNT7x22)0) =N — (2, 4= 7)LbFaxR>J)) ILTF
2-7n00-4-[(6, T-2JArFT—4—-FFJ/UZ)) FF3] 72U
> (60mg) Z7ooOf)ls (5ml). PUITFILTIS (1ml) IDIEHEL
2B, 20O0FRINALICERLERNIERAY Y (45mg) 2MATEETI 04
ML, RIC2, 4-I7)0F40RPINTI> (220 1) BHAT, &
SICEBRT3 00M Lz i L& EER,. ELEXEOLLEWE 4 8meg.
INZR 6 4 % Tz,
'H-NMR (DMSO—ds, 400MHz):3. 97 (s, 3H), 3. 99
(s, 3H), 4. 33—4. 36 (m, 2H), 7. 08—7. 12 (m, 1H),
7.22—-7.28 (m, 2H), 7. 39 (s, 1H), 7. 42—7. 46 (m,
1H), 7. 49 (d, J=2. 7THz, 1H), 7. 54 (s, 1H), 8. 18
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—8. 20 (m, 2H), 8. 56 (s, 1H)

HESHE (ESI-MS, m/ z): 501 (M*+1)
EWBI8 3 :N— {22700 —4—-[(6, 7T—CArFL—4—FF /1=
V) AFINTIZI) =N = (2—FUSRAFL) TLF
2=700—-4—-[(6, T—ZPAMFT—4—-FFVUZJ) FF2] 7=
> (50meg) 2okl (5ml), PUIZFITFTI> (1ml) ICHEEL
. 700FRINAICERLUIZNUKRZSY S (45mg) 2MATEERTS 04
MR Lz, RiT2— (AFIVFI/) PUPZ (19ul) 2MAT. 517
60BET 1 FFEHRER Lz, RINRICEIFREE/KETF Uy AKEKEZIMA 27 0ok
IWATHEL., 2008V ABEEKMET N LA TERLE., BE TSRS
BELTHONEZRSZ7 00K A AY ) — )L TEBT SHPLCIC L b ksl
L. REOILEWE26mg. NE3 7% TE-,
'H—=NMR (CDC 13, 400MHz):3. 51 (s, 2H), 4. 07 (s,
3H), 4. 07 (s, 3H), 7. 03—7. 10 (m, 2H), 7. 19 (dd,
J=2. THz, 9. OHz, 1H), 7. 35 (s, 1H), 7. 36 (d, J
=2. THz, 1H), 7. 54 (s, 1H), 7. 76—7. 81 (m, 1H),
8. 38—8. 43 (m, 1H), 8. 56 (d, J=9. 0Hz, 1H), 8.
64 (s, 1H), 13. 53 (s, 1H)
HE E (EST-MS, m/ z):466 (M*+1)
EHBI8 S :N— {(2—-r00—-4—-[(6, T—-PARFL—4—FF Y=

) AFANTxZ)V} =N’ = (4=7)hFa7z=)) ILTF
2=7800-4—-[(6, T—=2PAMFT—4—-FFVUZJ)) FF2] 72U
> (50mg) Z7OOFR)bh (5ml) ICEBMLAE®R, p—7)Ador7z=)L
AVTF—=b (21 nl) ZMATE OFETIEMBRLE, WHLEESES
MEL, L. REOLLEWES Tme. NES8 1 % TEE..
'H-NMR (DMSO—-ds, 400MHz): 3. 98 (s, 3H), 3. 99
(s, 3H), 7. 13—7. 17-(m, 2H), 7. 30 (dd, J=2. 4H
z, 8. 8Hz, 1H), 7. 40 (s, 1H), 7. 48—7. 51 (m, 2H),
7. 55—7. 56 (m, 2H), 8. 21 (d, J=9. 0Hz, 1H), 8.
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31 (s, 1H), 8. 57 (s, 1H)
HESWHE (ESIT—-MS, m. 2z):469 (M*+1)
%%WSﬁ:N—{Z—QDD—4—I%,7—9%%#9—4—#T7U:

W) AFNT7xZ)b} =N — (2—ArFTTzZ))) ILT
2-/00-4-[(6, 7T-UARFL—4—FFVUZ)) F%] 7=
> (50mg) /00K IA (5ml) ICEBLEK, 2—ARFLTL=)L
AVTF—b (240 1) ZMXAT60ETIEEBRLE., RIGKIZAY )
—IEmA. 700RNVLSAY =)V TRETSHPLCIZL DEBEIL ., EED

{LEM%E 3 9mg. WEKS 4 % TEE.,
'H-NMR (DMSO—ds, 400MHz):3. 90 (s, 3H), 3. 98
(s, 3H), 3. 99 (s, 3H), 6. 89—7. 05 (m, 3H), 7. 29
(dd, J=2. 7Hz, 9. OHz, 1H), 7. 40 (s, 1H), 7. 54
(d, J=2. 7Hz, 1H), 7. 56 (s, 1H), 8. 09—8. 16 (m,
2H), 8. 58 (s, 1H), 8. 96—9. 02 (m, 2H)
HE2HE (EST-MS, m/ z):418 (M*+1)
EWFI8 7 :N— (2 -0 —4—[(6, 7T—ALFT—4—FFJ1=
W) AFN7x2)V} =N — (5=2r0ou—-2—-FUI)) 9L 7
2=700-4—-[(6, 7T—-ZAMFr—a4-FFJU)) FF2] 72U
> (50mg) ZZOOR)LA (5ml)., NUTFIFTI> (1ml) IKHEREL
B, 200FRIVAICERLUIZNUKRAS > (45me) EMATEET30H
L, Ric2—-73/-5—-—ry00¥yJ2> (23mg) 2MAT. 25
IZ60BET 1 Feffirk L7z, ROSICAFIREE/KZEF MU D LKBIREmMA s oo
TIVATHBL, Z700FRIVABZEEKEEF MU I ATERLA, BETEE
EBEELTRONIEEZIZ700FRINL S AY /=)L TRBETSHPLCIZ L D&
HL., REOLEWE 3 9meg. NZES5 3 % TE~E.
'H-—NMR (DMSO—ds, 400MHz):3. 98 (s, 3H), 4. 00
(s, 3H), 7. 33 (dd, J=2. 7Hz, 9. 3Hz, 1H), 7. 40
(s, 1H), 7. 43—7. 48 (m, 1H), 7. 56 (s, 1H), 7. 60
(d, J=2. 7THz, 1H), 7. 91 (dd, J=2. 7THz, 9. OHz,
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1H), 8. 35 (d, J=8. 8Hz, 1H), 8. 40 (d, I]=2. 4H z,

1H), 8. 58 (s, 1H), 10. 17 (s, 1H)

HEOME (ESITI~-MS, m/ z): 486 (M*+ 1)
EEpI8 8 : N— {4—-[ (6, 7—UAPFL—4—-FFVUYZJL) FF]—
2-7h0A87=)V =N —JobiuL7y

4—[(6, 7T=2APFT—4~FFVUZJ) FF] —2-TF4or7=
2 (50mg) £2/udfkils (3ml). RUTFILFTI> (0. 3ml) iZ
BRELIZE., 7O00FRVAICBBLIE NIRRT (4 7me) 2MATEET
SO0 ML, KiIZFaENLT7I> (20u 1) 2T, S HICEIRT—
BB L. RISRICAY /—)VEIMA, 700fR)IVA Ay ) — )L TEETS
HPLCICX DHHEHL. REDILEHZE 9Ime. WK1 4 % TE/-,

'H-NMR (DMSO-—ds, 400MHz):60. 90 (t, J=7. 6H
z, 3H), 1. 43—1. 49 (m, 2H), 3. 05—3. 10 (m, 2H),
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 61 (t, J=5. 6Hz,
1H), 7. 05=7. 07 (m, 1H), 7. 27~7. 31 (m, 1H), 7.
38 (s, 1H), 7. 54 (s, 1H), 8. 14—8. 19 (m, 1H), 8.
28—-8. 29 (m, 1H), 8. 55 (s, 1H)
HENHE (ESIT~-MS, m/ z):401 (M*+ 1)
EHBI8 9 : N=TFI—N' — {(4-[ (6, 7T—FAbFL—4-—FF /Y=
W) AFN-—2-—uiadarzz=)l} L7

4-[(6, 7T=JRArF—4-FFJ/))V) FF] —2—-7)FO7=
D2 (50mg) Z700%)A (3ml), RUZFILFTI> (0. 3ml) T
ERELZ®R, 700FRIVACERLENUKRZY Y (4 7me) #MATEET
SORIBIPLI, RICTFINT I (24u 1) 2NAT, ESITKEBT—M
WML, RIRRICAY J—)L&nA. 20Ol ALY ) —IIVTREAT 3H
PLCICX DRFHL ., RED(LEHE 2 5meg. INE3 8 % THE=,
'H—NMR (DMSO—ds, 400MHz):60. 91 (t, J=7. 3H
z, 3H), 1. 30~1. 47 (m, 4H), 3. 09—3. 13 (m, 2H),
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 58 (t, J=5. 6Hz,
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1H), 7. 04—=7. 07 (m, 1H), 7. 28—7. 31 (m, 1H), 7.

38 (s, 1H), 7. 54 (s, 1H), 8. 14—8. 19 (m, 1H), 8.
26—8. 28 (m, 1H), 8. 55 (s, 1H)

HEOoWHE (ESI—-MS, m/ z):415 (M*+1)

EWBFIO 0 : N— (sec=TF)) —N' — {4-[(6, 7T—ArFL—q—
FFVUZI) AF—-2—TI)FO Tz} LT

4= [(6, 7T=JAbF—-4-FFVUZ)) FF] —2~-T)Fary=
D2 (60mg) £2700FK)A (3ml), FPUTZFILFTI> (0. Sml) I7
ERELIER, 700FRNVAICERLIENIKRASF > (4 7Tme) 22 T=ET
3O EBAR L. KRiTsec—TFNTI (25u 1) 2MAT. =5ic=E
T—ERBHR LIz, RIGKRICAY /—)VEMX, Z700FRIVAAY ) —) TEHE
THHPLCII K DB L. BEDOLEWE 1 2meg. NE1 8 ¥ THE/~,
'H-=NMR (DMSO-—ds, 400MHz): 0. 89 (t, J=7. 6Hz,
3H), 1. 08 (d, J=6. 6Hz, 3H), 1. 39—1. 48 (m, 2H),
3. 58—3. 64 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 3H),
6. 51 (d, J=7. 6Hz, 1H), 7. 04—7. 08 (m, 1H), 7.
30 (dd, J=2. 4Hz, 11. 7THz, 1H), 7. 39 (s, 1H), 7.
54 (s, 1H), 8. 16—-8. 22 (m, 2H), 8. 56 (s, 1H)
HESHE (EST-MS, m/ 2z):415 (M*+1)
EMFIQ 1 :N—FUN—N — {(4—[(6, T—TArFI—4—FF/1=
W) AFiN—2—-7)FAarv =)L} LT

4= [(6, 7T=ArF—da-FFJUD)) FF2] —2—-7)4a7=
Y2 (50mg) 200K (3ml)., NUZFIFTI> (0. 3m1l) T
BRRLJZIR, 7 00FRINLICERLENUERZAY Y (4 7mg) 2MATEERET
SOMMBH L. KICTUINT I UHEEE (3 0me) 2MAT. T5ICKE
T—BREH LIz, RIGRICAY /—)Lb&MA, 2700FRIL S AY ) — )L TRE
THHPLCIC L DR, REOLEWE 1 8meg. K2 8 % THE/z,
'H-NMR (DMSO—ds, 400MHz): 3. 75—3. 79 (m, 2H),
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 08—5. 22 (m, 2H),
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5. 84—5. 94 (m, 1H), 6. 72 (t, J=5. 9Hz, 1H), 7.

06—7. 08 (m, 1H), 7. 30—7. 33 (m, 1H), 7. 39 (s,
1H), 7. 54 (s, 1H), 8. 13~8. 18 (m, 1H), 8. 40 (s,
1H), 8. 56 (s, 1H)

BEME (EST—-MS, m/2z): 399 (M*+1)

HMiBI9 2 :N— {4—] (6, 7T=CAPFI—4—FFVU)) FF]-
2-7NABa 7))V} =N — (2—FOo¥=Z)) 9L7F

4—[(6, 7T=2RAbF -4 -FFJUZ)) %] —2—T )47 =
U (50meg) 27008V (3m1), RUZFLFI> (0. 3m1l) iz
BRLUEE, 700RVACERLIERN) RIS (4 7me) 2MATZRT
30MMI LA, KITTO/NUNFILTILEEE (29meg) 2MAT. =5
CERT—RBERL 2, RISEICEMREKEST R AKBKRENLZ 2 00K
IVATHIE U, 200NV LABEEARET M) YA TERLE. BETERS
BELTHONEZRS 700KV ATHSEL., ZEOLAWE2 1me. INE3
3 % T/,
'H—NMR (DMSO—ds, 400MHz):3. 15 (t, J=2. 4Hz,
1H), 3. 91~3. 94 (m, 2H), 3. 97 (s, 3H), 3. 99 (s.
3H), 7. 07—7. 11 (m, 1H), 7. 33 (dd, J=2. 4Hz, 1
1. 7THz, 1H), 7. 39 (s, 1H), 7. 54 (s, 1H), 8. 09—8.
15 (m, 1H), 8. 47—8. 48 (m, 1H), 8. 56 (s, 1H)
HESHE (EST-MS, m/2): 397 (M*+1)
EHIY 3 :N— (2, 4=V 7)AONRTTI) =N’ — {4 —[ (6. 7 —
AbF—4—-FFVUZ)) AF]—2-T)FAgaTz=)) LT
4-[(6, 7T=PARFr—4—FFJUZJ)) %] —2-T)4o7=
U2 (50mg) 2roof)s (3ml1). RUIZFILFTIS (0. 3ml) Io
B L=t 700RIVAICHERLERNIRZAS Y (4 7meg) 2MATERT
B3OMBMBE LA, KIZ2, 4—UT7NAORCINTIS (284 1) EA
T, SSICEB TSR LE, FELARESER. ke LEEOLEME 2
Omg. NEK2 6 B THEZ,
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'H-NMR (DMSO—-ds, 400MHz): 3. 97 (s, 3H), 3. 99
(s, 3H), 4. 34 (d, J=5. 8Hz, 2H), 7. 07—7. 11 (m,
3H), 7. 21-=7. 27 (m, 1H), 7. 30—7. 33 (m, 1H), 7.
39 (s, 1H), 7. 41—~7. 47 (m, 1H), 7. 54 (s, 1H), 8.
12—-8. 16 (m, 1H), 8. 46—8. 47 (m, 1H), 8. 55 (s,
1 H)
HESHE (FD—MS, m/ z): 484 (M*)
KiEBI94 :N— (2, 4—-2I7)F07x=)) —N — {4—-[ (6, 7T—
AbLF—d—FFVYZ)) FF]—2-)iFaTz=)L} L7
4—-0(6, 7T=-2PArF—4—-FFJU=)) FF2] -2 —-7)0F07=
V2 (60mg) Z2700%KIA (3ml) ICBEMLEE. 2, 4—T T 40
T4/ >T7Fr—=b (290 1) M TOET—BRBRLE, HEL 4
BZEE. HFELERECLLEWE S5 O0me. NE6 7% THE-,
'H-—NMR (DMSO—-ds, 400MHz): 3. 98 (s, 3H), 3. 99
(s, 3H), 7. 04—-7. 08 (m, 1H), 7. 13—7. 15 (m, 1H),
7.29-7.40 (m, 3H), 7. 55 (s, 1H), 8. 10—8. 23 (m,
2H), 8. 57 (s, 1H), 8. 97—9. 04 (m, 2H)
HE HhE (ESTI-MS, m/ 2z):471 (M*+1)
%mWQS:N—{4ﬂ%6,7f?XF#>—4—#TVU:w)?¢Vh
2= 70AD Tz} =N — (2—AFITxzJL) HLF

4—[(6, 7T=VAPF -4 -FFVU)) F+F2] -2 —T)A4or7—
U2 (60mg) Z2700FRIA (3ml) ICEBLEE. o— FLAILLY S
TF—hr(30n 1) ZMATOET—BREEIE L, RIGKICAY J —JLETA.
Z00RNL A AY ) =)V TREATAHPLCIC L DERE L. EEO(LEYE 1 7

mg. NE2 4% THE.

'"H-NMR (DMSO—-—ds, 400MHz): 2. 27 (s, 3H), 3. 98
(s, 3H), 3. 99 (s, 3H), 6. 95—6. 08 (m, 1H), 7. 12
—7. 20 ((m, 3H), 7. 36—7. 39 (m, 2H), 7. 55 (s, 1H),
7. 86 (d, J=7. 8Hz, 1H), 8. 21—8. 26 (m, 1H), 8.
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35 (s, 1H), 8. 57 (s, 1H), 9. 00—9. 02 (m, 1H)

HESWE (ESI—-MS, m z):449 (M*+1)

EWEBIQ 6 :N— {4—-[ (6, T—IAPFT—4—FFVYJ) FF]—
2=7A Tz 2)b} =N — (2—AMFTTxz)L) ULTF

4—-[(6, 7T—ZAPFI—4—-FFVUIIN) FF] —2-T)Fnr7=
2 (50meg) £2700FR)A (3ml) ICBEBLER,. 2—AMFL 7=
WAV T7F—h (32u]) ZMATOET—BRBHRLE, KGKIZAY ) —
vemA. 200KV AS/ XY ) =)L TRBET B HPLCICK OBER L., ZEO
EME22mg. NEK3 0% TEE.

'H-NMR (DMSO—ds, 400MHz): 3. 89 (s, 3H), 3. 938
(s, 3H), 3. 99 (s, 3H), 6. 88—7. 04 (m, 3H), 7. 11
—7.14 (m, 1H), 7. 35—7. 39 (m, 1H), 7. 40 (s, 1H),
7.56 (s, 1H), 8. 12—-8. 15 (m, 1H), 8 19—-8. 25 (m,
1H), 8. 57 (s, 1H), 8. 75—-8. 78 (m, 1H), 9. 26—20.
29 (m, 1H)
EESHE (EST—-MS, m/ 2z):465 (M*+1)
EHHI9 7 :N— {(4—-[ (6, T—PAbFr—4-—FFJU))) FF -
3—AFNT7x=)V} =N —7FOEIILT

4= [(6, 7T=VAPFI—4—-FFVYZN) FF2] -3 -AFIT7=U
> (50meg) 2roof)ls (3ml), FUIFILTI> (0. 2m 1) &
BLzt®, 2o00RIVAICEFELIZRNYRAY > (48meg) 2MMATEIETS3
ORI L7z, RICTOEILTI> (20u 1) #MAT. E5ICHBET—H
LI, RIGRICAY /—)vEMIA. 700FRIAS AY ) — )V CEBT2H
PLCICKDHFEL., REDLEWME 3 0meg. [NE4 7 %X TE~,
'H—-NMR (DMSO-—des, 400MHz): 60. 89 (t, J=7. 5H
z, 3H), 1. 41~1. 50 (m, 2H), 2. 03 (s, 3H), 3. 03—
3.08 (m, 2H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 13 (t,
J=5. 4Hz, 1H), 7. 04 (d, J=8. 5Hz, 1H), 7. 28 (d
d, J=2. 4Hz, 8. 5Hz, 1H), 7. 36 (d, J=2. 4Hz, 1H),
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7.38(8,lH%7.58(S,1HL8.39(S,lH%8.50(S,

1 H)
HESHE (EST-MS, m/2): 397 (M*+1)
EREFIO 8 :N—TFI =N — {4—[(6, T—VArFL—a—FF /71—
W) AFIN=3—AFINTxZJ))} ILTF
4= [(6, T=2PAPFS—4—-FFVUZI) FF>] —3—RAFJ7=U
> (560mg) 27005 A (3ml). NUZFILFTI> (0. 2ml) 7
L2, 700NV LICERLENUKRISY Y (48mg) #MMACEETSI
Oﬁ%%#btokm7?w75>(24ul)%MKT‘é%t%ﬁ?~%%
ﬁbtoﬁﬁﬁtx&/—w%mi\7DD$»A/%5/-%T@%?%mm
CIZEDHEEL., REDILEWME3 1mg., XKL 7 % TE~,
'H—NMR (DMSO—-ds, 400MHz):60. 91 (t, J=7. 3H
z, 3H), 1. 29—1. 46 (m, 4H), 2. 03 (s, 3H), 3. 07 —
3. 12 (m, 2H), 8. 98 (s, 3H), 3. 99 (s, 3H), 6. 11 (t,
J=5. 6Hz, 1H), 7. 05 (d, J=8. 8Hz, 1H), 7. 27 (d
d, J=2. 3Hz, 8. 5Hz, 1H), 7. 36 (d, J=2. 4Hz, 1H),
7. 38 (s, 1H), 7. 58 (s, 1H), 8. 39 (s, 1H), 8. 51 (s,
1 H)
HESHE (EST-MS, m 2z):411 (M*+1)
%m%99:N—(2,4—97N#D7I:w)—N’—{4—[(& 7=
APF—a4—-FFVIZ)) AFI]-3—AFNTz=)l} YL T
4—=[(6, T=IARF—4—-FFVY)L) FF>] —3—AFJLT7=Y
> (50meg) #ro00F)A (3ml) ICHEMLAEE. 2, 4—2 )40
TZNNAVTF—h (23u 1) ZMAT, —BMBBHL-. FHHLAGE
ZUEER, VL. BEO(LEWES 9me. N7 9 ¥ TE~,
'H-NMR (DMSO-ds, 400MHz): 2. 07 (s, 3H), 3. 99
(s, 3H), 3. 99 (s, 3H), 7. 03—7. 08 (m, 1H), 7. 14
(d, J=8. 5Hz, 1H), 7. 29—7. 37 (m, 2H), 7. 39 (s,
1H), 7. 43 (d, J=2. 4Hz, 1H), 7. 60 (s, 1H), 8. 07
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—8. 14 (m, 1H), 8. 52 (s, 1H), 9. 03—9. 05 (m, 1H)

HEsfE (ESI—-MS, m/ z):467 (M*+1)
Khagl1 00 :N— {(4—[ (6, T—FLAbFI—4—FFVYZ))) FF]
=3 —AFNT7xzZI)} =N = (4-ThFOT =)L) ILF

4—[(6, 7T-PALF—4—-FFIUZI) FF3] =3 —AF LT
> (50mg) Z700FR)A (3ml) ITEMLAE, p—Tl407 =)l
AVITFrF—b (220 1) ZMAT, —BMEBIRL /=, HHL 5% EE.
Tl REBOLEWMZE 4 2meg. NEB5 8% TE/-,

‘H-—NMR (DMSO—-ds, 400MHz):2. 07 (s, 3H), 3. 98
(s, 3H), 3. 99 (s, 3H), 7. 10—-7. 14 (m, 3H), 7. 35
(dd, J=2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 1H), 7. 43
(d, J=2. 4Hz, 1H), 7. 46—7. 49 (m, 2H), 7. 59 (s,
1H), 8. 51 (s, 1H), 8. 66 (s, 1H), 8. 70 (s, 1H)
HEoE (ESI-MS, m/ z):449 (M*+1)
EhEFI1 01 :N— (4—[ (6, 7—CAbF—4—FFY)L) FF3
— 3= AFNTx N} =N — (2—AbFTxZ))) ILF

4= [(6, 7T=JArF—4—-FFJ/UZ)) FF2] —3 - AFITY
> (6 0mg) Zr7O00FI A (3ml) ICTEMBELEE., 2—ARFL o)
TV TF—h (260 1) AT, —BMEBBH L. REKRICIAY ) —)
ZMA. 200FRINLSAY ) —)VTRBETAHHPLCIC L DERL ., EEOLS
%4 1lmeg. INES5 5% TH~,
'H-NMR (DMSO—ds, 400MHz):62. 07 (s, 3H), 3. 8
9 (s, 3H), 3. 99 (s, 3H), 3. 99 (s, 3H), 6. 88—6. 9
7 {m, 2H), 7. 01—7. 03 (m, 1H), 7. 12 (d, J=8. 5H
z, 1H), 7. 35 (dd, J=2. 4Hz, 8. 5Hz, 1H), 7. 39 (s,
1H), 7. 44 (d, J=2. 4Hz, 1H), 7. 60 (s, 1H), 8. 13
—8. 15 (m, 1H), 8. 23 (s, 1H), 8. 52 (s, 1H), 9. 33

(s, 1H)
HEoWE (EST—~MS, m. z):461 (M*"+1)
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%%WIOZ:N—{4—[m,7—?%%#9—4—##?U:»)##>]
— 2 AFNT7z)l} =N =o)L T

4—[(6, 7T—=TARFT—4—-FFJYUZ)) FF3] —Z2—AF)IN7r=1
> (60mg) 700k )LA (3ml), NUZFILTI> (0. 2ml) oK
LI, JO0OFRNALICHEBLIENIKRZSFY (48mg) #MATEETS
OFMRH L. RICTOENTI> (200 1) #MAT, S5I2EET—
BPL/z. RINRICAY J—)v&MA., 700KV A/ A% ) — ) TRETZH
PLCIC L DFEHL . REDILEHWE 3 0me. NEL4 7 % TE-,

'H-NMR (DMSO-ds, 400MHz):60. 90 (t, J=7. 3H
z, 3H), 1. 42—-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04—
3. 09 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 53 (t,
J=5. 6Hz, 1H), 7. 02 (dd, J=2. 7Hz., 8. 8Hz, 1H),
7. 08 (d, J=2. 7THz, 1H), 7. 37 (s, 1H), 7. 54 (s,
1H), 7. 65 (s, 1H), 7. 85 (d, J=8. 8Hz, 1H), 8. 53
(s, 1H)
HE HE (ESI-MS, m/ 2z):397 (M*+1)
EiFI1 03 :N—TFI—-N — {(4—[ (6, T—-IARFL—4—FFY
S AFIN-2 —AFN Tz} LT
4—[%,7—?%##9—4—##?U:»)ﬁ#9}—Z—X?wY:U
> (50mg) ZrooFR)lA (3ml), FUIFILTI> (0. 2ml) Io@E
FELC®. J00RIVAICERELIZNIKRZS > (48meg) 2MATEIETS3
OmMIBH L7z RICTFNT I (24 l) 2MAT. E5ITRET—EE
L. RISHBICASY /—)VEMA, 2700KIVASAY J— )L TRET3HPL
CICEDHEHEL, REOILEWE3 Tmeg. NES5 6 % TE~,
'H-=NMR (DMSO—ds 400MHz):60. 92 (t, J=7. 1H
z, 3H), 1. 31—1. 48 (m, 4H), 2. 21 (s, 3H), 3. 08—
3. 13 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 50 (t,
J=5. 4Hz, 1H), 7. 02 (dd, J=2. 7Hz, 8. 8Hz, 1H),
7. 08 (d, J=2. THz, 1H), 7. 37 (s, 1H), 7. 54 (s,
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1H), 7. 64 (s, 1H), 7. 86 (d, J=8. 8Hz, 1H), 8. 53

(s, 1H)

HEOHE (ESI-MS, m 2):411 (M*+1)

EHapl104 :N— (2, 4—27)F0Tx=)l) —N — {4—[ (6, 7 —
PALF -4 —FFSUN) FAFUI—2—AFN T} YT

4= [(6, 7T—PAPF~4—-FFJUZ)L) FF] —2—RXF)T =1
> (50meg) 2r/00FR)VA (3ml) ICHEBLEE. 2, 4—I) 407
TZNAVTF—h (230 1) BMAT, —BMEBHL~. WELEEES
2RI, HHEL. REO(LAYWEEBNICE,

'H—-NMR (DMSO—-ds, 400MHz): 2. 29 (s, 3H), 3. 98
(s, 83H), 3. 99 (s, 3H), 7. 03—7. 11 (m, 2H), 7. 16
(d, J=2. 7Hz, 1H), 7. 29—-7. 35 (m, 1H), 7. 38 (s,
1H), 7. 55 (s, 1H), 7. 87—7. 90 (m, 1H), 8. 13—-8.
19 (m, 1H), 8. 36—8. 39 (m, 1H), 8. 55 (s, 1H), 8.
92—-8. 95 (m, 1H)
HESHE (ESI—-MS, m/ 2z): 467 (M*"+1)
EMBHI1 05 :N— {(4—-[1(6, 7T—TRX hFS—4-—FFJUZ)L) FF]
—2-AF)NT7xZ)) =N — (4-=—T)FOT =)L) IL7F

4— [(6, 7T—X FLT—“/—AL-*T‘/’U:)I/) dF] —2—-XAFI)T7T=Y
> (50meg) Zroufibs (3ml) IKEELAE%. p—7A4A07 =)l
AVITF—=b (220 1) AT, —BINSEFHE L2, #TH L7452 B,
L., REOILEHEERMICES,
'H-NMR (DMSO-ds, 400MHz): 2. 28 (s, 3H), 3. 938
(s, 3H), 3. 99 (s, 3H), 7. 08—7. 15 (m, 4H), 7. 38
(s, 1H), 7. 47—7. 50 (m, 2H), 7. 55 (s, 1H), 7. 84
—7.88 (m, 1H), 7. 98 (s, 1H), 8. 55 (s, 1H), 9. 03
—9. 05 (m, 1H)
HEOHE (ESI-MS, m/ z): 449 (M*+1)
i1 06 :N— {(4—[ (6, 7T—UARFL—4—FF1)=)) %]




WO 00/43366 PCT/JP00/00255

- 107 -
— 2 AFNTxZ)} =N — (2—AbRFTTxZ)) LT

4—[%,7—7%%#9—4—*#7U:»)##9]—Z—XTWYZU
> (50mg) 27/00FR)bA (3m 1) ITEMLEE, 2—ARFLT-—)
TV TF—h (260 ]) ZMAT, —BRMEBRLE, FHLAZE 2B,
gL, REOILEMET7 Omeg. NE9 5% TE/-,

'H-NMR (DMSO~ds, 400MHz): 2. 29 (s, 3H), 3. 90
(s, 3H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87—6. 97
(m, 2H), 7. 02—=7. 04 (m, 1H), 7. 08 (dd, J=2. 9H
z, 8. 8Hz, 1H), 7. 14 (d, J=2. 7THz, 1H), 7. 38 (s,
1H), 7. 55 (s, 1H), 7. 84 (d, J=8. 8Hz, 1H), 8. 13
—8. 15 (m, 1H), 8. 55 (s, 1H), 8. 58 (s, 1H), 8. 61
—8. 62 (m, 1H)
HEHhfE (EST—-MS, m/ 2z): 461 (M*+1)
KR 107 :N— {4—[ (6, 7T—VAbFT—4—FFVYZ)L) FF]
—2-=hO7zz)) -N —FOPLYLT

4= [(6, T=PAPF—4—-FFVYZ)) 4F>] —2—=—tor7=y
> (50mg) ZroofR)bA (10ml1). PUITFITFTI> (0. 2ml) 7
ERELZE®., 700RIVACERLEZNYRAY > (43meg) 2MATEERT
30MlELE. Kz o ELVF7I2 (18ul) AT, E5ICHET—
BRI L7z, RIGHRICAY /=)L & MX,. 200K A A8 ) — )L TRETS
HPLCIZE DHEHL . REDILEHE24meg., REK3 8 % THE/-.
'H-NMR (DMSO—ds, 400MHz):60. 91 (t, J=7. 6H
3H), 1. 45—-1. 51 (m, 2H), 3. 06—3. 09 (m, 2 H),
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 52 (b
r, 1H), 7. 568 (s, 1H), 7. 67—7. 70 (m, 1H), 8. 04—
06 (m, 1H), 8. 38—8. 41 (m, 1H), 8. 57 (s, 1H),
35 (s, 1H)
HEOHE (ESIT—-MS, m/ 2z):428 (M*+1)
EREF L 08 :N=TFI=N — {4—[ (6, 7T—JARFL—4—FF/1

N

8.
9
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=) AFIN—-2——_rOTx=J) LT

4—-[(6, 7T=IAbF—4-FFVUZ)) FF2] —2—=ra7=y
> (50mg) 2Z7oOR)LA (10m1l). MITFILT22 (0. 2m 1) I
BRELICE. ZO00RVAICEMLIE NIFRAS Y (43me) A TEERT
3O0DRBILE, RIZTFILTIZ (220 1) ZMAT. T5ITEET—
BILTIc. RIGBICAY /—)VEMA. 700KV L/ AY ) — )L CRETZH
PLCICHK DRFHEL . ZEDILEWE 1 5meg. NR2 3 % TE~,
'H-=NMR (DMSO~-ds, 400MHz):60. 91 (t, J=7. 3H
z, 3H), 1. 30—1. 49 (m, 4H), 3. 10—-3. 15 (m, 2H),
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 51 (b
r, 1H), 7. 57 (s, 1H), 7. 68 (dd, J=2. 9Hz, 9. 3H
z, 1H), 8. 05 (d, J=2. 9Hz, 1H), 8. 40 (d, J=9. 2
Hz, 1H), 8. 57 (s, 1H), 9. 35 (s, 1H)
HEDHE (EST-MS, m/ 2z):442 (M*+1)
K109 :N— {(2—200—-4—[ (6, T—UARFL—d—FF1
=) AFIANT )} = N—ARFIAFIL-N — 7O LT

N— {2—-200-4—-[(6, 7T—ARFT—4—FF 1) 7 F ]
7= =N —T7OELTLY (100meg) 28KFFSE KOTS> (3
Om 1) ITIEfEL. 7J‘<,$ﬂ:7“}\'1'71_\ (6 0wt%, 88mg) ZMATEIET
1 SHRMB LIz, KIS/ OOAFIAFILI—FIL (671 1) BMAT, &
SICEIRT 3 00MBHR LA, METHESEEEL, KEMA Y OOkl A TH
HU7Z. 72008V ABEEKEEF P U LATESRL, RETEBREZELT
"BoNZES 2/ 0ORNAL S AY ) — )L TEMTBHPLCIC L DRI L. X5
DILEWZE 1 8mg. WK1 8% THES-.
'H-NMR (DMSO-—ds, 400MHz):060. 89 (t, J=7. 6H
z, 3H), 1. 46—1. 55 (m, 2H), 3. 20 (br, 2H), 3. 48
(s, 3H), 4. 07 (s, 3H), 4. 08 (s, 83H), 4. 54 (br, 2
H), 7. 29 (dd, J=2. 7Hz, 8. oHz, 1H), 7. 37 (s, 1
H), 7. 47 (d, J=8. 8Hz, 1H), 7. 50 (s, 1H), 7. 50 (d,
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J=2. 7THz, 1H), 8. 66 (s, 1H)

HE HE (ESI-MS, m z): 461 (M*+1)
EMiBI1 10 :N-TEFN-N—{2—-2/00—-4—[(6, 7T—UAREs —
4—FFV/VZI)) FFNTzJ)V =N — SOy L T
N—{2—7DD—4—[w,7—9%%#9—4~$#7U:w)##>]
Zxz=)V =N —T7OEYL7 (100mg) 2BAKS RS ROTS> (3
Om1l) IT@EMEL. KFLFMITL (60Wt%. 88mg) BIATEET
L SRR LIz. RICHETEFIL (63 u 1) £MAT. SSICEET2H
R Lz, METE#EZEEL., KENAZO0O0FLATHELE, 200Kk
IWLEEROKREF P U ATERL, BRETHABEZEEL CTEOhAREE Y
HORNL TR TREATAHPLCIC L OB, BEOLEWZ 2 Tme.
INZR 2 6 % TH~.
‘H-NMR (DMSO—-ds, 400MHz):60. 98 (t, J=7. 34
z, 3H), 1. 59—-1. 68 (m, 2H), 2. 04 (s, 3H), 3. 27—
3. 36 (m, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 31—
7. 33 (m, 1H), 7. 35 (s, 1H), 7. 41 (d, J=9. 0Hz,
1H), 7. 50—-7. 51 (m, 2H), 8. 63 (s, 1H), 9. 08 (br,
1 H) |
HESHE (EST-MS, m/2z):459 (M*+1)
FiFI111 N —{(2-200-4-](6, 7T—CARFL—a4—FF/
D) AFINTzZ)V) = N—AF ) —N-TFOF)LIL 7
2—=700-4—-[(6, 7T—PAMFT—4—FFVUZ)) FF2] 72U
> (56mg) Zr/00FR)NA (4ml). RUITFIFTI> (0. 3ml) ioiE
LI, JoOFRIVAICHEBLIZNIRAY > (50meg) #MATEETSI
ONMHRIHE L. RICN—AFN7OENTI> (26 u 1) EMAT. =517
ERT IR L, RISRICAY /—)VEMA, 200FRINA S AY J—)L
TRHEATOHPLCICL DHEEL . BHEZ2EELTEBONAKREEATY L Tkl
L., REDOILEWE 4 2meg. IRE5 8 % TE/~.
'H-=NMR (DMSO—ds, 400MHz):060. 99 (t, J=7. 3H
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z, 3H), 1. 64—1. 74 (m, 2H), 3. 08 (s, 3H), 3. 34 (t,

J=7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 00
(s, 1H), 7. 17 (dd, J=2. 7THz, 9. 3Hz, 1H), 7. 31
(d, J=2. 7THz, 1H), 7. 38 (s, 1H), 7. 53 (s, 1H), 8.
41 (d, J=9. OHz, 1H), 8. 64 (s, 1H)
HES#HfE (ESTI-MS, m/ 2):431 (M*+1)
EHI112 N — (2-2700—-4—[(6, T—CARFL—4—FF/
UZ)) AFNT7x2)) —N—IFIIL-N—TFoOEILILF
2—700—-4—-[(6, T—AbF—4—-FFVY—)) FF] T
> (80mg) ZZ7oOkR)A (3ml), NUZFILTI> (0. 3m1l) &
LR, 200FRIVAIERLERNIERZIYY (7 2mg) ZMAT=EIRTI1
SR LE., REN-IFINTOEINTI> (44u 1) 2MAT. 517
ER T3 0OSMBBLRLE, RISBIZAY ) —)LEMA, 2O00KRINLSAY ) —
IWTRBTDHPLCIC L DB L . BEEZHELTEONAKREATY 2 Tk
#FL., REOLEWE40meg. NE3 7% TE/-,
'H—NMR (DMSO—-—ds, 400MHz):61. 00 (t, J=7. 3H
z, 3H), 1. 28 (t, J=7. 1Hz, 3H), 1. 69—1. 74 (m,
2H), 3. 32 (t, J=7. 6Hz, 2H), 3. 43 (q, J=7. 1Hz,
2H), 4. 07 (s, 83H), 4. 07 (s, 3H), 7. 02 (s, 1H), 7.
17 (dd, J=2. 9H z, 9.>2Hz, 1H), 7. 31 (d, J=2. 7H
z, 1H), 7. 36 (s, 1H), 7. 53 (s, 1H), 8. 42 (d, J=09.
OHz, 1H), 8. 63 (s, 1H)
HEBOHWE (ESI-MS, m/ z):445 (M*+ 1)
EmEpll 13 :N — (2-2700-4—-71(6, T—ARFL—4a4—F5
UZ)) AFN7xZ)) =N, N—2F o)LL 7
2=7800—-4—-[(6, T=PAMFT—4—-FFJUZ)) AF2] 7=y
> (100meg) Z2r7oOFk)bA (3ml), NUIZFINFTI (0. 3ml) iz
BRELZ®. 2700RIVACEMLUNYRZAY > (90meg) #MATERT
1 5oLz, RICPTOEILTIY (624 1) 2T, S5I0=ET
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SOFERBLLIZ. RIGKRICAY /—)V&MA. 7 00FKRNVL A ) — )L TE

BT SHPLCIC K DHHL., BREBERL (HBONHEEAFY L THEL.
REOILEYME48meg. NE3 5% TEE,
'H~NMR (DMSO—-ds, 400MHz):060. 99 (t, J=7. 3H
z, 6H), 1. 66—1. 76 (m, 4H), 3. 32 (t, J=7. 8Hz,
4H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 03 (s, 1H), 7.
16 (dd, J=2. 7THz, 9. 3Hz, 1H), 7. 31 (d, J=2. 7H
z, 1H), 7. 34 (s, 1H), 7. 52 (s, 1H), 8. 43 (d, J=09.
OHz, 1H), 8. 63 (s, 1H)
HEOHE (ESIT-MS, m/ 2z):459 (M*"+ 1)
EHl114 N—TF)N-—N - {(2—r700-4—-[(6, 7T—SArF—
4—FFJYZI)) AFINT7x2)V}) = N—AFILI LT
2=2700-4—-[(6, 7T—PArFI—4—FFJUJL) FF2] 7Y
> (80mg) Zr/oOFR) (3ml). NUITFIFTI> (0. 3ml) IzE
LR, 70O0RNVLAICERLZN)EAS > (72mg) 2MATEERETI
SO L. RIIN—AFIITFNTI> (43 ul) 2R T. =5I0=E
BT3ODRBHELE, RIGRICAY /—)V&EINA. 700KV L Ay J—)
TERY HSHPLCICE DHERIL. BEEBERLTESNIEEENFY > Tkt
L. REDLEYWE26me. RE2 4 %THIE.
'H—NMR (DMSO—ds, 400MHz):60. 99 (t, J=7. 3H
z, 3H), 1. 38—1. 43 (m, 2H), 1. 62—1. 66 (m, 2H),
3. 07 (s, 3H), 3. 40 (t, J=7. 3Hz, 2H), 4. 07 (s,
3H), 4. 07 (s, 3H), 7. 00 (s, 1H), 7. 17 (dd, JI=2.
"Hz, 9. 3Hz, 1H), 7. 31 (d, J=2. 7Hz, 1H), 7. 36
(s, 1H), 7. 53 (s, 1H), 8. 41 (d, J=9. 3Hz, 1H), 8.
63 (s, 1H)
HEHE (EST-MS, m/ 2z):445 (M*+ 1)
EFI11S5 N —{2-r00-4~-71(6, 7T—ARFI—4—FF
D) AF N7} —N— (4—»0n07z=)) —N—AF)ILILF
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2—r700—-4- [(6, T—PAMF—4—-FFJUD)) FF2] 7Y
> (80mg) ZronR)llA (3ml). PUIFIFTI> (0. 3ml) o
LR, 700FRIVAICERLZMNIFIAS > (72meg) 2MATEET1
SHOMEHBRLZ. RIZ4—200-N—-AF)T7=U> (35u1) 2Nz T.
SOOI 0HEMBREBLUIZ. RIGIRICAY J—)L&EIA, Z70ai)Vih A4
J =)V TRMAYTSHPLCICK DHERIL . B ZERL TEONAZBEEZT—TI
THiFL . REOILEYWZE83mg. INE6 9% TEE,
'H—NMR (DMSO—-—ds, 400MHz):3. 36 (s, 3H), 4. 06
(s, 3H), 4. 07 (s, 3H), 6. 89 (s, 1H), 7. 17 (dd, J
=2. THz, 9. OHz, 1H), 7. 23 (d, J=2. 7THz, 1H), 7.
33—7. 35 (m, 3H), 7. 48—7. 50 (m, 3H), 8. 41 (d,
J=9. OHz, 1H), 8. 61 (s, 1H)
HEEH>HE (EST—-MS, m z):499 (M*+1)
LWl 16 N —{2—-r700-4— [(6, T—-ARFT—4—FFJY

Z) AF] JxZIV—=N, N=—ZIFI)ILIL T
2—r700—-4— [(6, T—PAMFI—4—-FFJ/YJL) FF2] 72U
> (50mg) 2r7ooafR)lA (2ml). PUZFNFTI> (0. 5ml) I2HE
BELZ®%., 200RIVLICERELEZNUKRZAST > (48meg) 2MAT=ETS3
O EIHL =, lkt:&“l%)lz?i‘/ (0. 5ml) ZMAT. TSITVIRT—
B U7z, RUSIRICASY /—)v&InA. 700KV A S AY ) —)VTRETS
HPLCIZCK DHERL. ZEEDOLLEHME 3 Tmeg. REKQ9 3% THE/=,
'H-NMR (CDC 13, 400MHz):61. 30 (t, J=7. 1Hz,
6H), 3. 44 (a, J=7. 1Hz, 4H), 4. 12 (s, 3H), 4. 2
0 (s, 3H), 7. 16 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 2
7 (s, 1H), 7. 31 (d, J=2. 7THz, 1H), 7. 59 (s, 1H),
8. 15 (s, 1H), 8. 48 (d, J=9. 0Hz, 1H), 8. 81 (s,

1HD)
HEHHE (EST-MS, m 2):431 (M'+1)
EMfI1 17 N—{2-roo—4— [(6, 7T=-PAbFo—a4-FFJ)=
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V) FF1] JxZ I} =N —AFILIL T

2—r700-4—-[(6, T—-AMFT—4—-FFVUZ)) FF2] 7=y
> (50mg) 2rooOkR)A (2ml), PUIFILTI (0. 5ml) I2&
LR, 700FRIVATERLENIKRAY > (48meg) 2MATEIRTS3
O L7, RIT- 7 8EIZHAIL. AFITIIEEE (130mg) %
MAZTDIREFRL., SOIXERT—BBRLE, ISKRIZAY /—I)LENZ,
700RINVLSAY ) =)V TRETAHPLCICE DEEIL, XEOLEWE 4 1
mg. JNE7 0% THE.
'H—NMR (DMSO—ds, 400MHz): 62. 68 (d, J=4. 4H z,
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 86 —-6. 88 (m,
1H), 7. 21 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 37 (s,
1H), 7. 43 (d, J=2. 7THz, 1H), 7. 53 (s, 1H), 8. 07
(s, 1H), 8. 17 (d, J=9. 0Hz, 1H), 8. 54 (s, 1H)
HEoHhE (EST—-MS, m/z): 389 (M*+1)
EFI118 :N' —{2—2r00—-—4— [(6, T—JArFT—4—FFJY
) FFRI] Tz} =N, N=ZAFIIILT

2—rvoO0—4—[(6, 7T—-PAMFr—4—-FFJUZ)) FF2] 72U
> (50mg) ZZ7OO0R)ILA (2ml), PUZFHITFTI> (0. 5ml) I0iE
FELJZ1%, 9DD$)LAL:?’4§%@L‘7‘:}\U RAT 2 (48mg) ZMATEIRTS3
ORIt L7z, KIT- 7T 8EICKHAL., PAFII7 I HHEEE (250me)
EMACTOEEREL., S OWCERTBBERLZ, RIBIRICAY /—)LZINX.
700FRINASAY ) =)V TRBT2HPLCIZE DL, ZED(LEH%E 3 3
mg. NE5 3% THE.
'H-NMR (CDC 14, 400MHz):63. 11 (s, 6H), 4. 12 (s,
3H), 4. 20 (s, 3H), 7. 05 (s, 1H), 7. 17 (dd, I=2.
4Hz, 9. 3Hz, 1H), 7. 31 (d, J=2. 4Hz, 1H), 7. 59
(s, 1H), 8. 15 (s, 1H), 8. 46 (d, J=9. 3Hz, 1H), 8.
82 (s, 1H)
BEoHE (EST—-MS, m z):403 (M"+1)
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FMEBI119 :N— (2—r00—4— {[6—RArFZ—T7—(3—F)LKY
TORFN-4-FFVUZIJ] FF) J2)) =N’ —FOEILTLT
N—{2—-7p00-4-[(7-tROF>—6—ArFT—4—FFJY—=Jl)
FF] 7=V} =N —=7OENLTLY (75meg). REHIUZA (51m
g). ,3—-T7aE7an> (76ul) ENN—IXAFIKRILALATIE (4m
1) CHEELUERTINMBRLE, BHETERZZEELTESRERS AR
MA. 2 OO8LATHE L, FREZEKRES Y ATERL . RET
BHEEZBELTHRONAEBRIZ2L—FIINTHEL. N— (4— {([7—- (3—TnO
ETORFL) —6-—APFT—4—-FFVUZJL] FF32) —2-ronvz
) =N —7OENTLTET7 4mg. WNR7 8 % TEA, 251174k
(74mg). REEAY VL (SImg). EILHUS (130u) ENN—IAF
WHRIWLT IR (4ml) ICEBELERT—BEBRLE, BEFAEE2TEEL T
BOoONIRSITEIFREE/KE T D U T AKIBKZMA 7 0 OfR)L A THE U7-,
FHEBZEKKET PV IATERL, BETABE2ZEL CHONREE Y
OORINLAAY )=V TRBRATDUAFIN IO KT ST 0 —izk DRl
L. REDILEMZE 4 9meg., INK6 3% THE~.

'H-NMR (CDC 13, 400MHz):60. 89 (t, J=7. 44Hz,
3H), 1. 41—1. 50 (m, 2H), 1. 97 (t, J=6. 83Hz, 1
H), 2. 33—-2. 49 (m, 4H), 3. 04—3. 09 (m, 2H), 3. 3
2—3. 38 (m, 4H), 3. 52—3. 68 (m, 3H), 4. 03 (s, 3
H), 4. 23—-4. 29 (m, 1H), 4. 32 (t, J=5. 89Hz, 1H),
6. 98 (t, J=5. 49Hz, 1H), 7. 21 (dd, J=2. 68, 9.
O3Hz, 1H), 7. 36 (s, 1H), 7. 46 (d, J=2. 68Hz, 1
H), 7. 53 (d, J=7. 81Hz, 1H), 8. 03 (s, 1H), 8. 18
(d, J=9. 27Hz, 1H), 8. 54 (d, J=4. 39Hz, 1H)
HESHE (EST-MS, m/ z): 529 (M"Y
EhEFI1 20 : N— (2=r00—4— {[6—AbFP—7—(2—F)KYU /
IhFEN—4—-FFVVI)] FF2) JxZ)) —=N' —Z7obBiIoL7
N—={2-2700-4—-[(7T-EROFL—6—ArF—4—FFJ 1))
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FF] 7z} =N’ —FOELTLT (7 2meg). KEHUYA (30m

g). L,2—70FIY (62u) ENN—CAFIFEILATIR (4m 1)
WL ERTIREBRL L BETAEZZEELTESNABIICTKEME.
O0ORIIVATHE L., FHELZE/KRET N JATEHRL., BIETARS
BERLTRONERESEZEI—FITHEEBL. N— (4— ([7T— (2—-7o®x
F) —6—AbF—4-FFVUZI)N] AF}) —2—-roaTz=)) —
N’—7D5w7v7%40mgW%45%T%t°@6ht¢ﬁW(4&%L
REAIT L (30mg). BIVEHRUZ (80 ul) ZENN—=IJAFIINKRILALAT S
F(2ml) WEELERT—BREBRLZ., BETARZEEL TEASNERS
(CRIFIRBE /KR T M U D LKBIREMA 7 O ORIV A THIH U, BHE 2 8K
BT P U DLTEBRL, BETFTERHEEEELTESNABI 2 700FILA S
AT ) =INTRERRATSH VATV 70 ST 40 —IcL0EBERL., EHOLS
x4 2meg. INR5 6 % THEE,
'H-NMR (CDC 13, 400MHz):60. 89 (t, J=7. 32Hz,
3H), 1. 43—1. 49 (m, 2H), 2. 32—2. 38 (m, 2H), 2.
66 (bs, 1H), 2. 79 (t, J=5. 86Hz, 1H), 3. 04— 3.
09 (m, 2H), 3. 29—3. 36 (m, 4H), 3. 53 (m, 1H), 3.
57—-3. 59 (m, 2H), 3. 96 (s, 3H), 4. 31 (t, J=5. 8
5Hz, 1H), 6. 98 (m, 1H), 7. 21—-7. 23 (m, 1H), 7.
41 (s, 1H), 7. 46—7. 47 (m, 1H), 7. 55 (d, I=12.
69Hz, 1H), 8. 03 (s, 1H), 8. 19 (d, J=9. 27Hz, 1
H), 8. 55 (d, I=5. 37Hz, 1H),
HE thE (ESIT—-MS, m/ 2z): 517 (M*+1)
EWiFI121  N— (2—700—4— ([7— (3—bROoFraBFiy—
6 —AbFr—4—-FFVI)] FF) JxZ)) N’ =o)Ly L T
N—{(2-700-4—-[(7T—bRFOFT—-6—-—ArF>—4—FF 1))
FF+] 7xzZI)V =N —=FOENLTLT (55me) REHAJIIA (20
mg). 3—70F—1-—70/8/—=) (62u]) ENN—AFILHEILAT
SR (dml) KEFELERTIRERRLL, BETFTAREZ2EELTESNE
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REIKEMA, 2 0OF)VATHB U, BEEEEKFKEF MU ™Y L TERE

U, BETHEBEZEEL THONARS 22005 A Ay ) — )L CREET 2
PUATNI ORI ST74—ICRDBEEL, REOLEWE 2 5mg. NR4
0 % THE=.
'H-—NMR (CDC 135, 400MHz):60. 91 (t, J=7. 44Hz,
3HL1.24(bs,lHL1.43—1.52(m,2HX1.97(t,
J=6. 22Hz, 2H), 3. 06~3. 11 (m, 2H), 3. 56—3. 7
1 (m, 2H), 3. 97 (s, 3H), 4. 27 (m, 2H), 6. 99 (t, 7J
=5. 62Hz, 1H), 7. 23 (dd, J=2. 68, 9. 03Hz, 1 HD,
7. 38 (d, J=9. 03Hz, 1H), 7. 47 (d, J=2. 6 8Hz, 1
H), 7. 54 (s, 1H), 8. 05 (s, 1H), 8. 20 (d, =9. 03
Hz, 1H), 8. 55 (s, 1H)
HEHHhE (EST-MS, m/z):461 (M*+1)
%F@@JIZZ:N—(2—7!:1[:1-4—{[7—(2—[:}\“134::/1]\$“/)—6
—AbF—4-FFVSUN] FF) TJr=J) =N —FOPLYLT
N—{Z2-7D00-4-(7-bROFL—6-—ArF—4—-FF1 =)
AF] Tz} N —=7OBNLTL7 (50me). #EHU™YA (30m
g). IFLT7HEERUZ (44u) ENN—UAFINEILLTIR (4
ml) KEMRLERTIFMBRLE, RETEREEZZEELTESNABIITK
EMA. 2008V ATHE L, BHEBZEKEEF N O ATEEL., HE
TEHEZEELTHEONARIEZ700FKILA A J— )V TRETS YUY
NIOOXMTST74—ICXDFEEL . REO(LE®WE 1 2meg. K2 2 % THE
A
'H-NMR (CDC 13, 400MHz):60. 91 (t, J=7. 44Hz,
3H), 1. 42—1. 49 (m, 2H), 3. 06—3. 11 (m, 2H), 3.
80—3. 83 (m, 2H), 3. 98 (s, 3H), 4. 22 (t, J=4. 6
4Hz, 2H), 4. 98 (t, J=5. 37Hz, 1H), 6. 99 (t, J=
5. 37Hz, 1H), 7. 33 (dd, J=2. 69Hz, 9. 03Hz, 1H),
7. 39 (s, 1H), 7. 48 (d, J=2. 68Hz, 1H), 7. 55 (s,
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1H), 8. 05 (s, 1HW), 8. 19 (d, J=9. 27Hz, 1H), 8. 5

5 (s, 1H)
HESHE (ESI-MS, m/ z): 447 (M*+ 1)
Ei#l1 23 :N— (2—r700—-4— {[6—ARFI—7— (4 -yl
APFS) —4-FFVIINFAFL) Jx=)) =N —FOELILF
Bt (N- {(2—-2700-4—[(7T—-bRFOFT—6—-RAFFE—4 —F5
VUZN) AFZIT7 )V} =N’ =70 LT, 8ome) SEEEH UL
(138mg). 4—-2J00AFIIVEY PUHEEHE (4mg) #N,N—JAF )Lk
AT 2 F (1m 1) ICHEMBLSOC T IMMIBMR L, RISESWIC/KEMA.
ZUnRIIL=T70/8 =)V (3/1) THMHB U, FHEE*EKEEF Ry ™
LTEERL, BMETHEREZERL TESNAREEHPL CICTERL, =80
ftEHmZ6sme . WNE66% TH:=.,
‘H—NMR (CDCls, 40 0MHz):60. 96 ( J=7. 6Hz, 3H),
1. 53—-1. 64 (m, 2H), 3. 25 (dd, J=7. 3Hz, 12. 9H
z, 2H), 4. 07 (s, 3H), 5. 32 (s, 2H), 6. 66 (s, 1H),
7. 14 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 27 (s, 1H),
7. 29(d, J=2. THz, 1H), 7. 41 (d, J=5. 9Hz, 2H),
7. 54 (s, 1H), 8. 24 (d, J=9. OHz, 1H), 8. 59 (s,
1H), 8. 63 (d, J=6. 1Hz, 2H)
BB oME (EST—-MS, m./ z):494 (M*+1)
Ehigll24 :N—[2—2r00-4— {6—ArFL—7— [(5—FJ)L7kY
SNFIN) AFL] —4-FF/UZ)V) FFY) JxZ)Lj-N' —7OF
NoL7
N—{2-200-4-[(7T-kbEROF>—6—-ArFT—4—FFJU—)l)
FF] 72} =N =0T LT (70me). REHIUYA (30m
g), RYFAFLTOTAR (80 ul) ZN,N=IUAF)ILFEIALATIR (5
ml) KEMBLUEIRTIRMBRLE, BETASEZ2ZEEL TESNERXICKA
EMA. 700KV ATHH L, BREBZEKEES U Y ATERL, BRE
TEREZERLTEONERSIEZI—FITHREL. N— [4— ({(7— (5—7
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OFEXRFIIN) FF2} —6—AbFT—4—-FFJUZ)) AF2] —2-7
oo7z=J)l] -N° —70EITL7%43mg. WHR46%THEE B
Zefiifk (4 3mg). REANV VLA (30mg). TIFEU (70 ul) #N,N
—PAFNERINLTIR (4ml) KBEFRELERT—BRBHRLE. BMETFEgRZ
BELTHEOSN/IRSITRMKEEKFET MY DLKBIKREMA 7 OOk)L A TH
U7z, AEBZEKBES U DATHREL, RETEHZZEL TESNE
HEEI7O0O0KRNALAAY /—=IVTRRATZ UGN sav ST 0 —ick
DEEL, REBOLEMZEZ3Omeg., NKR6 8 ¥ THE-,

'H—NMR (CDC 13, 400MHz):61. 71 (t, J=7. 32Hz,
3H), 2. 28 (t, J=7. 20Hz, 2H), 2. 63 (m, 2H), 3. 0
8—3. 14 (m, 5H), 3. 29~3. 30 (m, 5H), 3. 47 (bs,
1H), 3. 73 (m, 1H), 3. 86—3. 90 (m, 2H), 4. 36 (t,
J=4. 65Hz, 3H), 4. 46 (t, J]=4. 76Hz, 1H), 4. 77
(s, 1H), 4. 99 (t, J=6. 34Hz, 2H), 7. 80 (m, 1H),
8. 02 (dd, J=2. 68Hz, 9. 27Hz, 1H), 8. 18 (s, 1
H), 8. 27 (d, J=2. 68Hz, 1H), 8. 34 (s, 1H), 8. 8
5 (s, 1H), 9. 00 (d, J=9. 03Hz, 1H), 9. 35 (s, 1H)
HESHE (ESTI—-MS, m/ z):559 (M*+1)

Ehfl1 25 : N— {Z—QDDf4—[ (6 —AbF—7— {[5— (1 H—
1, 2, 3—=hUTV—=I)L—1—=A4I)) RF)1FF}) —4—FFJ1 =)L)

AF17=)} =N —=Jov¥iyLy
FUTV—=)(041ml), 1 —=70O0F~-5—-—208XR>%> (1.0m). I 75
FSTFILT EZT L (10mg) . BE3IMKEE(LT B U AKEK (Iml)
Z7 1 b2 (Q0mD IZHEHEL. SOCTISKRIR®R L=, RINESWIC/KEMA.
soO0RIVATHELU, FREBEZB/KRESF NI JATERL., RETHRALES
BELTEONLEREZ, JOORIVATERT 2709 RS 70—k 0¥
L. PREME (390mg) ZH7=.
Bl (N—- {2—Z70O0—-4~[(7T—bROF>—6—ArF—4—FFv
D) FFINT7cIV =N =70 T LT, someg) SREEHU DA (A
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38meg). FIBOPHEE (52mg) ENN—-—ISAFIFILATIE (Um1) 12

ERL120C TSHRMBR L, RISESWICKEML, 700KV A—TO/8)
=)L (3/1) THHLZ. AHEZEKEEST M) ATERL., BEFEL
ZEELTHRONILASEZEHPLCIKTHSE L, HEOLEYE4me. [NE
38% T/,

'H—NMR (CDCls, 4 00MHz): 60. 96 (¢, J=7. 6Hz, 3H),
1. 50—1. 65 (m, 4H), 1. 90—2. 08 (m, 4H), 3. 24 (d
d, J=7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (i,
J=6. 6Hz, 2H), 4. 44 ( J=7. 3Hz, 2H), 4. 88— 4.
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J=2. 7THz, 9.
OHz, 1H), 7. 25 (s, 1H), 7. 29 (d, J=2. 7Hz, 1H),
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d,
J=9. 0OHz, 1H), 8. 58 (s, 1H)

HBESFE (EST—-—MS, m/z):540 (M*+1)

EEFl126 :N' — (2—r700-4— {([6—ArRFL—7— (4—FPU
WALFL) —4—-FF/V)AF) 7)) =N, N=JTFILL
z

Bt (N" — {2—-2700-4—-[(7-bROF>—6—ARFI—4-—F
FTVUUZIN) AFLT )} —N, N=ZIFNILT, 83meg) ,kEEH
UL (138mg). 44— OOAFIVEY P UHEEE (49meg) ENN— I AF
IWHRIVAT 2R (Im 1) I[CHERELUERTISHRERRLE., RISESWIZ/KE M
A. 70OfRINA-T70O/ =) (3/1) THH LA, SHE % 8KFEE T h
DOLTHBRL, METHBELZEELTESNAEIZHPLCICTERL, &
DL EMZESTM g . INFES6% TH/=,
'H—NMR (CDCl;, 4 00MHz):61. 26 (, J=7. 3Hz, 6H),
3. 41 (aq, J=7. 1Hz, 4H), 4. 08 (s, 3H), 5. 32 (s,
2H), 6. 98 (s, 1H), 7. 14 (dd, J=2. 7Hz, 9. 0Hz,
1H), 7. 27 (s, 1H), 7. 29 (d, J=2. 7Hz, 1H), 7. 4
1 (d, J=5. 9Hz, 2H), 7. 55 (s, 1H), 8. 37 (d, J=9.
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OHz, 1H), 8. 58 (s, 1H), 8. 63 (d, J=5. 9Hz, 2H)

HESH#E (ESI-MS, m/ 2): 508 (M*+ 1)
EEFl127 :N— (2-200—-4—{[6—ARFP—7— (4—F)LRYU
TbhF) —4—-FFVUZ)N] FF) JxoJ)) =N’ —FObEI LT
N—{2-7o00-4-[(7T-tEROFT—6—AbFT—4-FFJ1=J)
FF] 7z} =N =BT L7 (70me). BEHUTA (30m
g). NUFAFL2T7OIR (80ul) ZNN—-DAFILKRILLTI R (5
ml) KEBELERTIRHEBRLE, BETHARZZEEL TESAREEXITK
ZMA. 700FRINLTHEHLZE, FEREZEKKEF U ATERL, BT
TEEEZBELTHESNAERIZ2I—FI)ITHSEL. N— (4— {[7— (4~
BETbFI) —6—-AbFT—4-FF /U] FF2) —2—»rooryr
ZJV) =N’ —7OENT LT %4 3mg. INE4 6 %TEL, 185N7 PRk
(4 3mg). REHU DL (30mg). EIHRUS (40 ul) #N,N—IJRAF
NWNEIALATIR (4m 1) CHEBRLUEEBE T8 L~-, MEFTARE2EELT
BONZIRSITEMKE/RFZ T MU U LKEEEZNAZ 700KV L THE L=,
FREZEKREFT P TLATERL, BETERZEELCESNEBEE Y
OOFRINLSAY ) =)V TERBATHUNS IO 5T 0 —izk Dt
L. ZEDILEWZE 2 3meg. NK5 3 % TE~,
'H-=NMR (CDC1s, 400MHz):60. 99 (t, J=7. 32Hz,
3H), 1. 56—1. 62 (m, 13H), 2. 00—2. 08 (m. 2H), 3.
26—-3. 28 (m, 2H), 4. 04 (s, 3H), 4. 24 (m, 2H), 4.
72—4. 77 (m, 1H), 6. 65 (s, 1H), 6. 99 (s, 1H), 7.
19-7. 26 (m, 1H), 7. 30 (s, 1H), 7. 32—7. 34 (m,
1H), 7. 51 (s, 1H), 8. 25 (d, J=9. 03Hz, 1H), 8.

61 (s, 1H)

BESWE (ESIT—-MS, m 2z):545 (M*"+ 1)

EhEfl128 N—[2—-2700-4— ({(6—ArFL—T7—[2— (4—AF
WERS P NI bF2] —4—-FF /YU )V)} FF2) )] =N’ —F
oI LT
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N—{2—-700-4—-[(7—-tbkoF>—6—RArFI—4—-FF1Y=)l)
FF] 72N} -N' =70ELTL7 (6 0meg). REH A (30m
g). 1,2 =785 (70uD) ZNN—AFNUHENALATIE (4m1)
CERUERTIRMBRLE.BETASEZ2EBEL TESNABIICKEMA.
700N ATHHLZ., F#REEZEKKET N YATERL, BRIETHEE:
BELTHRONLLREZ2I—FNTHEL. N— (4— {([7T— (2—-ToEThr
F) —6—AbF—4-—FFSUZIN] FF) —2—rooTz=)) —
N =70ENTLT%4 6mg. [NE6 2% THZ. Bo5N7/=HEE (4 6mp).
REEAVUTL (20mg). N—AFILERSTY (50 ul) 2N.N—IXF)L
TIVAT IR (3ml) KABLULERT-BRERLE. HETE#SEEL TE
SRS ICEMREB/KE ST MU U AKBREZEMA 700 FRNLTHELE. &
B8z HOKBREE T U UL THEEL, BETHREZEELCESNABE%E2 O
BRIVLS AT IV TRET UM Za KT S 70—z kD EHIL .
HEDILEME2 4meg. WES 0 B THE-.

'H-NMR (CDC 13, 400MHz):60. 99 (t, J=7. 32Hz,
3H), 1. 61—1. 64 (m, 2H), 2. 75 (m, 2H), 3. 00— 3.
16 (m, 4H), 3. 25—3. 16 (m, 4H), 3. 25—-3. 29 (m,
2H), 4. 02 (s, 3H), 4. 27—4. 35 (m, 2H), 4. 78—4.
83 (m, 2H), 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (dd,
J=2.68Hz,9.03Hz;1H%7.31(s,1m,7.49(&
1H), 8. 26 (d, J=9. 27Hz, 1H), 8 59 (s, 1H)
HEOoHE (EST-MS, m z): 530 (M*+1)
EEFI129 :N—{2—-ropo—4—-[(7—{2—-[(2—kROFLITF)J)
(AFN) T2 /] TbhF2) —6—AbF—4—-FFJSUZ)L) FF] 7
=)V} — N’ —ZFoElloL7
N—{2-/700-4—-(7—-kbEROF>—6—-RAbF—4—-FF1JL)
FF] Tz} —N' =0T LT (6 5meg). wEAY DA (30m
g€). ,2—270FILF > (30ul) ZNN—-—AFILFINALATIR (4m 1)
WCIEELUERTIRESER LU/ BETAEE2BEL TESNABIICKEMA,
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700FR)VATHBLZ., A#EEZEKRET N TATERL, BETAREZ

BRLTRONIERSEI-FIVTHREL. N— (4~ {[7— (2—-7OFLTk
F) =6 - AbFL—4-FFVYZD)N] FF) —2—rooT=jl) —
N =7OENT LT %3 6mg, NK45%TER, BoSN/-dEEk (3 6 mg) .
REEHD VU T (30mg). N—=XFIITY /)—)L7I> (30ul) ZN,N—
AFNEIVLTIF (3ml) KEBUERT—BBRLAE, BETFTAGAZEE |
LTIREoNZEIIICEFREKREF MY T LKEREMA 2 0 ORIV L THBE L
. ABBZEKRETI NI UATERL, BRETAR2ZEELTEONERS
Z7O0RIVASAY ) —IVTRETBIUASIN IO RS T 40—z kD
"L, ZEDLEYWE 2 1mg. [NE5 5 % THE-,
'H—NMR (CDC 13 400MHz):60. 98 (t, J=7. 32Hz,
3H), 1. 59 (m, 2H), 1. 94 (bs, 1H), 3. 23 (m, 2H),
4. 03 (s, 3H), 4. 07—4. 15 (m, 4H), 4. 76 (m, 4H),
5. 35 (s, 3H), 7. 10—-7. 17 (m, 1H), 7. 28 (s, 3H),
7. 40 (s, 1H), 7. 54 (s, 1H), 8. 37 (d, J=9. 03Hz,
1H), 8. 64 (s, 1H)
HEoth#E (EST-MS, m/ z): 504 (M*+1)
L1130 :N—[2—-r00—4— ({6 —AbrF—7—[3— (4—AF
WENSGZ NTORFL] —4—FFVUZ)b) FF2) TJx=)V] =N’ —
JoB)IluL 7
N—{2-700-4-[(7-kbROF>—6—XrF—4—FF/J))
FF+] 7)) =N’ —7OBNILT (7 5meg). HEHY T (30m
g). 1,3—270F70/8> (75ul) ZEN.N—IJAFIFJATIE (4m
1) KEBLUEIRTIRHEMRELE, BETHEEEZELTHONARIITKE
MA. 7 OO ATHE Ui, FREESKREF N U Y ATEEL. WET
BHEZEEL THONEEI 2T —F I THEL. N— (4— ([7— (3—-7O
T7ORFL) —6—AMFT—4—FFUYUZ] FF2) 2oz
ZHN) =N’ —Z7OENTLTES5 Omg. INES5 2% THE~, B507- DR
(30mg). REEHVUT L (20mg). N—AFIERTT> (40 ul) N,
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N=IAFNUFINVALATIR (3m]) KEMBLERT—BREBERLA., BT FAL

EERLTRONALERSICHMREEKEZET MU Y AKBKREMA Y OO KL AT
MLz, AHEZEREE S N VLATERL. RETEEEZEELTASH
EEEEIOORINL S AY )= VTRETB S UNFNIOTNY ST 0 —iz
LOHHEL., REOLEWE20meg. NE6 3% TE~,

'H-—NMR (CDC 13, 400MHz):60. 99 (t, J=17. 32Hz,
3H), 1. 58—1. 62 (m, 2H), 2. 25—2. 50 (m, 3H), 2.
70—2. 85 (m, 3H), 2. 92—-2. 98 (m, 3H), 3. 25 (m,
2H), 4. 04 (s, 3H), 4. 25 (m, 2H), 4. 83 (m, 3H), 5.
34 (s, 3H), 6. 70 (s, 1H), 7. 21 (dd, J=2. 68, 9.
03Hz, 1H), 7. 26 (s, 2H), 7. 31 (s, 1H), 7. 49 (s,
1H), 8. 18 (d, J=9. 27Hz, 1H), 8. 59 (s, 1H)
HEHSE (EST—-MS, m/z): 544 (M*+1)

EWFI1 31 N —[2—rZoo—4— ({6—A hE—7—[2— (1 H—
1, 2, 3=—hUFTV/=)b=1~—4a4)) ThFI1—4—FFJUJL} FF)

ZxZJ)VI—N, N=JITF)LIL7F

FE (N — {(2—-200-4~[(7T—-EROFT—6—ArFt—g—=F
FTVUZIN) AF)T I =N, N=ZIF)IY L7, 83meg) EH U
Ul (138mg), 2— (1H—1, 2, 3= hFUFPVI—1—4)l) TFI)I 4
—AFIN =1 =RV ZNTxF—b (59mg) EN,N—JAFILERIVLAT
T F (ml) IZEMELOCTISHIMILL /1=, RSESWIC/KkEMA. »oo
TN L—=713/87 =) (3/1) THHUZ. BB EKEEES )Y A TE
BLU., BETHEBEZEREL CTHONARBEIEI—FILTlkiE L. DRk EE~,
FREE MU IFINT I (0.027m) Or7oof)bs (Iml) BEEIC. 0CT -
RG> (90mg) INAT. 307MR L. RISRSWEOCCICEBHL &,
PIFIT I (0.044mD) EETFLTHA. 2BMMNT CEEFTEELSE, K
ISEEWICEEFREKRFR S MU U LKBREAENX., yOoOfR)bA—70/8) —
WV (3/1) THIELZ, AHECEKEEF N DATERL, BETGEES
BELTRHONZARTIEHPLCITTHEL, XEOLLAWE30me. INE20%
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THF7z.
'H-NMR (CDCl;, 400MHz):61. 26 (t, J=7. 1Hz, 6H),
3. 41 (a, J=7. 1Hz, 4H), 4. 03 (s, 3H), 4. 53 (,

J=4. 9Hz, 2H), 4. 94 (t J=5. 1Hz, 2H), 6. 98 (s,
1H), 7. 13 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 26 (s,
1W), 7. 73 (s, 1H), 7. 94 (s, 1H), 8. 38 (d, J=9. 0
Hz, 1H), 8. 60 (s, 1H)

EhEFI 132 : 3— {([4— (3—rObO—4— ([ (ZIFILTI) HILE=
MNT27V T2 /F2) —6—AbFI—7—FFVUZ)FAF2) 7O
—N, N=ZJITFI)IH—/NAA k

Bt (N' — {2-2700-4—-[(7T-ERFOF>—6—-—RAbF—ag—%
FUVZN) AF2]722)k) =N, N=JTF)LY L7, 8me) HEEHY
T4 (138mg). 3—-TOE-1-70/X/—)b (0,027m)) EN,N—IAF)
TIVAT IR (1m 1) T LSO CTISHIRIHRIR L /. RISIRSYIC/KEIZ.
syundlVLA—T70/5/ =)L (3/1) THMHLE, GEEEEKEEF Y ™
LTEBRL, BETHEREEZERLTHONBIEZT—F)LTHRE L. TRk
Bz, FRHMAE MU ZFIINT I (0.027m) @7 0OV s (ml) BEIZ. 0
CTThURZAYT > (90mg) MAT, 300HBHRL:. RIGESHEOCIZEHHEL
2. PIFIINT 2 (0.044mD) EHTLTHMA. 2BMMN T TEBEETREL
2o RISEGWICEFIREKFT MU D AKBKEEZMA., yOo0k)A—F O
N/ =)V (3/1) THIM LU/, B#EZEKEES MUY LATERL, BET
BHZEEL THONARIEZHPLCICTHRE L, ZEOLE®WE1ome. X
R17% Tle/kz.
'H—NMR (CDCls, 4 00MHz):61. 04 (t, J=7. 1Hz, 6H),
1. 22 & J=7. 3Hz, 6H), 3. 09 (q, J=7. 1Hz, 4H),
3. 36 (q, J=7. 1Hz, 4H), 3. 75 (, J=6. 3Hz, 2H),
3. 97 (s, 3H), 4. 29 (, J=6. 1Hz, 2H), 6. 93 (s,
1H), 7. 10 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 24 (d,
J=2. THz, 1H), 7. 27 (s, 1H), 7. 45 (s, 1H), 8. 33
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(d, J=9. 3Hz, 1H), 8. 55 (s, 1H)

%%MlSS:N—M—ﬁDD—4—GG—%F#&—?—W—(4—EU
PNFA) TaARFIN—4—-FFVUZ)V} FAF) JxZJ]—-N' —7np
o LV7y

BER (N= (4—- {[7T- 3—T7OETORFY) —6—-APFL—a—=%
ﬁiﬂkﬂﬂ##y}—2-7DD71:W)—N’—7DEW7D7\%mg),
REEA VDL (138meg). 4—ANATREY I (22mg) #N,N—JAF)L
FIVATZIF(1m1) CEBUERTIBEBRLEZ., RISIESYIZ/KENE.
ORIV A= TEN — )b (3/1) THIE Ui, 582 Rk o
Afﬁﬁb\ﬁET@@%%%LT%Bht%éEI—%%T%@L\%%@ﬁ
amEeomeg . WNE72% THE=,

'H—NMR (CDCl5, 4 00MHz): 60. 91 (, J=7. 6Hz, 3H),
1. 50—-1. 60 (m, 2H), 2. 24—2. 32 (m, 2H), 3. 11—
3. 24 (m, 4H), 3. 99 (s, 3H), 4. 25 (t, J=5. 9Hz,
2H), 4. 70—4. 80 (m, 1H), 6. 62 (s, 1H), 7. 11 (d
d, J=2. THz, 9. OHz, 1H), 7. 11—7. 16 (m, 2H), 7.
23 (s, 1H), 7. 25 (d, J=2. 7Hz, 1H), 7. 45 (s, 1H),
8. 19 (d, J=9. OHz, 1H), 8. 30—8. 34 (m, 2H), 8.
55 (s, 1H)
BESVHE (ES1—-MS, m/z): 554 (M'+ 1)
Ehifll 34 : N— {(2—-2BH0—-4—-[ (6—ArFI—7— {3—[ (1 —%R
FI=1H—-1, 2, 3, 4=Fb5/—)b—5—4)L) FAI7oRF) —
4—FF/UV)) AFNT7x=Z)l} =N —FaILyL 7

Bt (N— (4— {[7— (3—T7O®E7O08F) —6—ARFi—4—=%
#Vu:wMﬁwd—2—7DD7I:w)—N'—7DE»¢V7‘wmgL
ﬁ&ﬁU?A(B@uﬁ.5—%»ﬁ7h—1—?%57—»«m%)&NN
—PAFIHRIVATIR (1m) ICHEMBLEETIMMEBEBLE., KEESY
WRZMA, 200KV A—70/8) =) (3/1) THIHE L, GBS mk
M U LTHRREL, WMETEEZ2EELTEONERS 2 T —5)L Tk
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L. REDLEYZETIime. NE85% TH/=.
'H-—NMR (CDCls, 4 00MHz):60. 91 (, J=7. 3Hz, SH),
1. 561—1. 56 (m, 2H), 2. 39—2. 48 (m, 2H), 8. 17—
3. 23 (m, 2H), 3. 56 (t, J=7. 1Hz, 2H), 3. 86 (s,
3H), 3. 97 (s, 3H), 4. 27 (t, J=5. 9Hz, 2H), 4. 7
5—4. 82 (m, 1H), 6. 63 (s, 1H), 7. 10 (dd, JI=2. 7
Hz, 9. OHz, 1H), 7. 24 (d, J=3. THz, 1H), 7. 44 (s,
1H), 8. 19 (d, =9. OHz, 1H), 8. 55 (s, 1H)
HESHE (ESIT-MS, m/ z):559 (M*+1)
EFI1 35 N— (2—2700—-4— {[6—AFFL—7— (3—-PRY
J7ORFL) —4—-FFVU)AFI) JxJ)) =N’ —TFoviLw L

7

N—-—{2-2p00-4—((7T-tbROFT—-6—-RArF—4—-FF /1y
W) AF)T7x )V - N —7OoENT LT (500mg) KEEH UYL (857
meg), 1,3 —-70€E70/%> (05m 1) ENN—RAFIFEILATIE (5
ml) ([ZEMBUERTIFHBERLZ, BETHREZBELTELSNARIITK
EIMA. 200OR)VA/2—70/8)/ =) (4/1) THH Lz, B % 8K
BT hUDLTEHRLUBETEHEZ2EELTHEONZBIEZ2 I —F )L THRE L.,
N=— (4= {[7= (3=70FTORF) —6—ArF—4—FFU=
WiAF2}) — 2-=7007xz2)k =N’ = 70BN T L7 £451mg. [NE7
1%TiHk. N— (4— {[7T— (3—=7OETORFI) —6—-AF—4
—FFVUDINFFS) - 2—-2roo7z2)L =N —Fabiy LT (70
mg). REET VT L (Sd4mg). EXUTT Boul) EN,N—JAFILHRIALT I
F(2ml) ICEFELERTBRBRLE. BRETHEHEZEELTESNHBE
WZEARNERBEKFE T b U U AKBIREMA 7 o)V A THE Uiz, HHE % 8K
WEET hUTLATEBRL, BETARREZEEL TEONERIE/IOORILL S
AT /= (20/1) TEREATZUNS N 2O M S 70— DERIL.
KEDLEMZE3ISMg. NES0% THZ,

‘H—NMR (CDCls, 4 00MH=z): 60. 98 (, J=7. 6Hz, 3H),
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1. 46 (br, 2H), 1. 54—1. 66 (m, 8H), 2. 15 (br, 2

H), 2. 44 (br, 2H), 2. 55 (br, 2H), 3. 20~ 3. 30 (m,
2H), 4. 04 (s, 3H), 4. 27 (t, J=6. 6Hz, 2H), 4. 77
(t, J=5. 9Hz, 1H), 6. 65 (s, 1H), 7, 17 (dd, J=2.
7Hz, 9. OHz, 1H), 7. 32 (d, J=2. 7Hz, 1H), 7. 33
(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J=9. OHz, 1H), 8.
61 (s, 1H)
%ﬁ’tﬁ{’ﬂ]136:N—-[2—71:“:1—4—({7—)”\:\’—:/—6-[2—(4—)(3:
WERTG P /) Th*P] —4—-FFJVUZ)b} FF) 7x=)] =N’ —F
oI LT
(N—{2-200-4-[(6-EROF>—7—AbFP—4—FF5 1=
W) AF] T2} =N —FablAlIL7 (500meg). BEEH U™ A (8
57mg). 1, 3—-J7O0€E70O0/> (0. 5ml) N, N=IAF)LFEIA
TER(5m1) CHEBLERTIMEBERLE, HETESE2ZEELTAESD
PEERSITKRZEMA, 2700FR)VA/ 270/ =)L (4./1) THELE., &
BEEZHKERET MU T LATEBRL, BETAEE2EEL TEONERSE2T —
TITHHEL., N— (4= {[6— (2—-TOFLhF) —7—ArFi—4—

FFVUIN] AF2) -2-r007z=)} ~N' — 7O L7454 5
Img. NET7 1%TH/ze N— (44—~ {[6— (2-TOEIrF) —7— X
FF—4—FFVUZN] FF2) —2~-roovz=)l) —N' —7FOPIL
LY (6 0meg). REAUDTAL (40mg). N—AFJERTT L (50 u
1) ZN, N=ZAFIINERNALAT IR (1m1) KEMLURET—BBEL-,
BIETHEEZERL TRONLEIICHFIREKES M) LAKEREMITY
OOFRIATHME L7z, BEBEEEKMES N DATERL, BT FALEE
ALTRONEERSEIZOORIVA S AY ) — )V TREBATS U0 -
TZ274—ICKDBERL. REOLEWE20me. NE4 4% THE-,

'H-NMR (CDC1ls, 400MHz):60. 98 (t, J=7. 3Hz,
3H), 1. 56—1. 65 (m, 2H), 1. 77 (br, 4H), 2. 31 (s,
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 97 (t, I=6.
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1Hz, 3H), 3. 24—-3. 29 (m, 2H), 4. 04 (s, 3H), 4. 3

2 (t, J=6. 1Hz, 2H), 4. 83 (br, 1H), 6. 69 (s, 1H),
7. 16 (dd, J=2. THz, 9. OHz, 1H), 7. 30 (s, 1H),
7. 31 (s, 1H), 7. 55 (s, 1H), 8. 25 (d, J=9. 0OHz,
1H), 8. 62 (s, 1H)
BE HE (EST-MS, m/ z):529 (M* +1)
EWEF 137 :N—-[2-r00-4 ((7T—-ArFZ—6—[3— (4—RAFJ
ERXZSP/) FoRFi] —4—-FFVYZ)L} FF) Jx=)] - N’ —7F
oo LY
(N—{2—-2700-4—-[(6-EROFL—7—RAhFL—4—FF 1=
W) AF2] 7220V =N =70 L7 (500meg). AU YA (8
57mg). 1, 3—270E70/%> (0. 5ml) &N, N—IAFILARILA
TR (bml) ICHEMUEIRTIMHBERLE. BETAEE2EELTELR
RERSITKEMA. 700FRINA 2 -7anN—)b (4,/1) THELE, &
%E&%*%@TFUWAT%%L‘HET@@%%%LT%Bﬂt%ééI—
TIHTHEL, N— (4—- {[6— (3-TOESOBRFL) —7—-—ArFE—4
—FFVUZIIN] AF) ~2—-soo7z)l} —N' —FOEII LT AE4
S51mg. RET71%THE. N— (4— {[6— (3—ToE7oR*y) —7
—APF—4-FFVUIN] FF2} —2-roorvzz)) -N' —FO
ENoL7 (50meg). REEAD UL (40mg). N—AFIERST> (5
Oul) ZN, N=ZAFIFRINALAT IR (1m1) ICEMELEE T—rBEEL
2o BMIETEBRZEEL THEONARSITHAREEAZS N Y L KBKENZ
700N ATHELZ. AHEEZEKRE S U Y ATERL., RETALE
BERLTROoNEERES 2 00KRIVA A/ AY /= )V TREATZUAF)N 20
NTST74—ICKOBEL., BEOLEYMZ20me. NE4 4% TE:E,
'H-NMR (CDC1ls, 400MHz):60. 98 (t, J=7. 6Hz,
3H), 1. 58—1. 64 (m, 2H), 1. 71 (br, 4H), 2. 81 (s,
SH), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 11—2. 17 (m,
2H), 2. 30 (s, 3H), 2. 59—2. 62 (m, 2H), 3. 24—3.
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29 (m, 2H), 4. 04 (s, 3H), 4. 26 (t, J=6. 6Hz, 2H),

4. 80 (br, 1H), 6. 67 (s, 1H), 7. 17 (dd, J=2. 7H
z, 9. OHz, 1H), 7. 31 (s, 1H), 7. 31 (s, 1H), 7. 52
(s, 1H), 8. 25 (d, J=09. OHz‘, 1H), 8. 61 (s, 1H)
HEDHE (EST-MS, m z): 543 (M* +1)
EBI138 :N— (2—-r00—4— {[T—ARFI—6— (2—FUYIJ
ALF) —4—-FFVUVZI)AFLY JxZ)) —N' —FObJILIL 7T
R (N— (2—-700-4—-[(6—bFOFL—7—ARF—4—FF
VD) AF)T7 )} =N —=FOBI LT, 8ome) HEHY YA
(138meg)., 2— (ZOoOAF)) UYL HEEE (41mg) ZN,N— I AF)l
TIIVAT X R (Im 1) [T L120°CT IBERIBR L7, KISERESMITKEMZ.
Z00mIVA=70/)8/—)b (3/1) THHUZE, BHEEs EXRES U™
LTERL., BETERZEZEEL THEONEBIEHBIFILTHREL., EED
& &Esame. WE55% THI=.
'H—NMR (CDCl;, 400MHz): 60. 91 ( J=7. 6Hz, 3H),
1.51—-1.58(m, 2H), 3. 17-3. 22 (m, 2H), 4. 02 (s,
3H), 4. 69 (br, 1H), 5. 36 (s, 2H), 6. 57 (s, 1H),
7. 08 (dd, J=2. THz, 9. OHz, 1H), 7. 21—-7. 29 (m,
2H), 7. 53-7. 55 (m, 2H), 7. 66—-7. 71 (m, 1H), 8.
15 (d, J=9. OHz, 1H), 8. 55—8. 57 (m, 2H)
HE HiE (EST~-MS, m/ z):494 (M*+1)
Kl 39 : N— (2—2r700—-4— {{7—ArFi—6— (3—F)NFKY
JTARFL) —4—FF/V)FFL) 7)) =N —FOELYL
7
FEt (N— (4— {[6— (3—TORFL) —7—RArF1—4—FFY
A FY —2-r 007 z)l) —N' —JOBIY LT, samg) R
AT (138meg). EINRY S (0.017mD) EN,N—IAFINKILATI R (1
m 1) WZEFELI0CT IFMBER L, RISEAWITKZMA, 2 OokR)LA
=70/ =)V (3/1) THIHLZ, BB EEKET U L TEEL.
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RETERZERL TRONEKRSEHBIFI THRIEL., RED(LSWE42m

g. WHE77% TH:Z.

'H—NMR (CDCl:, 400MHz): 60. 91 (t, J=7. 6Hz, 3 H),
1. 47—-1. 59 (m, 4H), 1. 88—2. 00 (m, 2H), 2. 35—
2. 48 (m, 4H), 3. 20 (dd, J=7.3Hz, 12. 9Hz, 2H),
3. 62—3. 74 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J]=6.
3Hz, 2H), 4. 74—4. 80 (m. 1H), 6. 63 (s, 1H), 7. 0
9 (dd, J=2. 7THz, 9. OHz, 1H), 7. 24 (d, J]=2. 7THz,
1H), 7. 42 (s, 1H), 8. 18 (d, J=9. 0Hz, 1H), 8. 54
(s, 1H)

HEoH#E (ESI-MS, m/ 2z):530 (M"+1)

Ehfl140 : N—{2-r0o0—-4—- [(6—-{3—(2—tRaFIFI)
AFI)N) 72 /21798F L) —7—AbF—4—FFVUZ)) FF7
=)} =N’ =o)Ly

F# (N— (4= {[6— (3—TOEFORFL) —7—AbF—4g4—-F
FUDINFF) —2-r0oyzZ)k) —N° —7OQbBIYL 7. 5img) ,
REAUTL (8meg). 2— (AFIFTI/) T/ —) (15mg) EN,N—
PAFINFIALT IR (Im 1) ITEMELIC T IMMBRLE, RISESWIC
REMA. Z700FRL=T0/N/ =) (3/1) THHE LR, HH#E % EKE
BEr bUDLTHERL, BMETBEREZZRL TESNEZBEI R 700K A A
Z/—)VTERMBYTDHPLCIZL DRBEL . XEBOLAYWE25Smg. INR4ISK TE
7z

'H—NMR (CDCls;, 400MHz):60. 95 (t, J=7. 6Hz, 3H),
1. 53—1.62 (m, 2H), 2. 08—2. 15 (m, 2H), 2. 30 (s,
3H), 2. 568 (t, J=5. 4Hz, 2H), 2. 68 (t, J=7. 1Hz,
2H), 3. 21—3. 26 (m, 2H), 3. 60 (t, J=5. 4Hz, 2H),
4. 02 (s, 3H), 4. 23 (t, J=6. 3Hz, 2H), 5. 06 (t,
J=5. 6Hz, 1Hz), 6. 79 (s, 1H), 7. 13 (dd, J=2. 7
Hz, 9. OHz, 1H), 7. 27-7. 28 (m, 2H), 7. 48 (s, 1
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H), 8. 21 (d, J=9. OHz, 1H), 8. 58 (s, 1H)

EEfll141 :N— (2=r00—4— {6 —AbrF—-7— (2-FUZ)
AbF) —4-F/UNFF} TJx)) =N’ —JobiluL7
FEft (N— {2—-2700—-4—-[(7T—kEROF—6—AbF—4—-F)
) AF17z=)v =N’ —7oENT LT, 8omg) KEHUTL (13
Smg). 2 -2700XAFIINEYIUEEE dmeg) ZN,N—-AFILHILA
7K (m1) TEAELRCT IMMBHRLE. RISNESWIZ/KEMA, 7O
o) L—7a/)x/ —)b (3/1) THIH Lz, AEEZEKEES ) VLT
BIRL., METHBHHZBELTHEONAEZERSIZHPLCITTHEL., REDO/LE
ME81meg . INZFEE2X% TlE/=. '
'H—NMR (CDCls, 400MHz):60. 97 ( J=7. 6Hz, 3H),
1. 584—1. 65 (m, 2H), 3. 25 (dd, J=7. 1Hz, 12. 9H
z, 2H), 4. 05 (s, 3H), 4. 75—4. 82 (m, 1H), 5. 42 (s,
2H), 6. 46 (d, J=5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08
(dd, J=2. 9Hz, 9. OHz, 1H), 7. 19 (d, J=2. 7Hz,
1H), 7. 44 (s, 1H), 7. 53 (s, 1H), 7. 56 (d, J=7. 8
Hz, 1H), 7. 69 (dt, J=2. OHz, 7. 8Hz, 1H), 8. 25
(d, J=9. OHz, 1H), 8. 46 (d, J=5. 1Hz, 1H), 8. 6
1 (d, J=4. 6Hz, 1H)
HESHE (EST—-MS, m 2z):493 (M"+1)
Efifl142 :N— (2—7r7oO0—4— {[6=—APF—7— (3=-EUDI
ARF) —4-F/))NAF} 7)) —N' —JoENTLT

Bt (N— {(2—-700-4—[(7T—-bROF>—6—AbF—4—F/
V) FF 7z =N’ =0T LT, 8omeg) kBN U T L (13
8mg). 3—270OXF)HVEY T EREE (4img) ZN,N— 2 AFI)LiR)L L
72R (ml) ITEHELOCTIRHEEBH L. RINESMIT/KZMA., 7O
ORIV AL—TO/xN/ =)L (3/1) THHUZ. B#BZEKEEET M) DTLT
BiE L. WMETEEEZEELTHONLERIZHPLCITTHEL, REDLE
MZz7 0meg. NEI1%THE.
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'H—NMR (CDCls, 400MHz):60. 97 ( J=7. 3Hz, 3H),

1. 54—-1. 65 (m, 2H), 3. 25 (dd, J=7. 3Hz, 12. 9H
z, 2H), 4. 02 (s, 3H), 4. 82—4. 90 (m, 1H), 5. 30 (s,
2H), 6. 47 (d, J=5. 4Hz, 1H), 6. 72 (s, 1H), 7. 09
(dd, J=2. 7THz, 9. OHz, 1H), 7. 19 (d, J]=2. THz,
1H), 7. 32 (dd, J=4. 9Hz, 7. 8Hz, 1H) 7. 47 (s, 1
H), 7. 52 (s, 1H), 7. 84 (d, J=7. 8Hz, 1H), 8. 26 (d,
J=9. 3Hz, 1H), 8. 47 (d, J=5. 4Hz, 1H), 8. 58 (d,
J=3. 2Hz, 1H), 8. 75(s,1H) "

HEOHE (ESI-MS, m z):493 (M*+ 1)

EWEFI 143 : N— (2—2r700—-4— {[6—ALFI~—7— (4—FPYI)l
AbF) —4-—F/UNFFL) J=)) =N’ —FObENLYLT

FB (N— {(2-2700-4~[(7T-kEROFL—6—-RXAbFi—4—F
UIV) F217zZ) =N’ =707 L7, some) mEHU YA (13
smg). 4—270BXFILEY P EEE (4meg) EN,N— I AF )Lk A
7IF (ml) IZEFELC T IMF/MIR L /=, RINESWIC/AKAEMALZ., ~7 O
ORI L—=70/8 —)b (3/1) THIHUZ. BHEBEEKKEEF N YLAT
R L. METHEHEEZEEL THEONAEETZHPLCIZTHEE) L. ZEOL
aME7 1lmg. NE71% TiE-,
'H—NMR(amm4OOMH2M50.97(LJ=7.6Hz,3HL
1. 54—1. 65 (m, 2H), 3. 25 (dd, J=7. 1Hz, 12. 9H
z, 2H), 4. 05 (s, 3H), 4. 86—4. 92 (m, 1H), 5. 32 (s,
2H), 6. 48 (d, J=4. 7Hz, 1H), 6. 73 (s, 1H), 7. 08
(dd, J=2. 7THz, 9. OHz, 1H), 7. 19 (d, J]=2. 9Hz,
1H), 7. 38 (s, 1H), 7. 41 (d, J=6. 1Hz, 2H), 7. 54
(s, 1H), 8. 26 (d, J=9. 0OHz, 1H), 8. 46 (d, J=5.

4Hz, 1H), 8. 61 (d, J=6. 1Hz, 2H)
HEo0WhE (ESIT—-MS, m. z):493 (M*+1)
Ehtafl1 44 : N~ (2 —27p00—4 — {[6 —ABF—7— (2—F)bRY
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JLEFS) —4—-F/UNFFY) 7Jx2)V) =N’ —FabELyL T
BEft (N— {(2-2/D00-4—-[(7T—EFROFL—6—AbF—gq—=x
UL AF217x22) =N’ —=70ELI L7, 100meg) SHEHU YA (4
2megl. 1,2 -7 0FELY > (0086m 1) ENN—TAFIFKILATIR (1
ml) CEBLERTINMERLE. REBESWITKEMA. yoor)LLa—
FaNs —)v (3/1) THIHUZ. SEEEEKEEF N YA TEEL,. &
ET@%%%ELT%Bhtﬁé&I—?»T%%L~¢%¢(N—(4—{w
—(2—7DEIF#>)—6—%%#9—4—#/&M#*>}—2—5D
D7xz=)b) =N' =7 BElLTLY) &8, hEk, REHU ™A (138mg).
BNFEY > (017mD) ZNN—-—JAFILRIATIRE Uml) CEELIOCT
IR L7z, RISIREBYNIT/KEMA., 00K A—70/X) =)L (3/1)
Tt L7z, FHEZEKEES M) UATERL., BHETEEE2ZEELTES
htﬁé%ﬁDDﬁ»A/iﬁ/-ﬂTE%Té&Uﬁfﬁim?Fﬁ§74f
KEROERL, REOLEYWE70m . INE54% THEI=,
'H—NMR (CDCls, 4 00MHz):60. 91 (, J=7. 6Hz, 3H),
1. 50—-1. 59 (m, 2H), 2. 57 ( J=4. 6Hz, 4H), 2.
88 ( J=5. 9Hz, 2H), 3. 18—3. 23 (m, 2H), 3. 68
(t. J=4. 6Hz, 4H), 3. 94 (s, 3H), 4. 26 (t, J=5.
9Hz, 2H), 4. 98 (t, J=5. 3Hz, 2H), 6. 41 (d, J=5.
3Hz, 1H), 6. 74 (br, 1H), 7. 03 (dd, J=2. 7Hz, 9.
OHz, 1H), 7. 14 (d, J=2. 7THz, 1H), 7. 34 (s, 1H),
7. 43 (s, 1H), 8. 42 (d, J=5. 1Hz, 1H)
HE HE (ESIT—-MS, m/ z): 515 (M*+1)
Ehigl145 :N—-[2—200—-4—({6—ArF—7—[2— (1H-1,
2, 3=RUTV/I=1—-1)k) ThFIN—4—-F/Y)} FFNN\T72)]
—N' —ZJoE)oL7y

F# (N— {2—-200-4—[(7T—bRO*+>—6—RArFi—g4—%
V) FF217xZ)v} =N’ =708y L 7, 80me) REEH U™ A (13
smg). 2~ (1H—-1, 2, 3=hUFPV—)b—=1~—4)) TFJI 4—R
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FI—=1-—REZRNT+F—F (59mg) ZENN—ZAFIHFILLFTIR

(1m 1) ICHEMREL120C TSR L 7=, RISIESIC/KkEmMA. ookl
L=70ON/ =)V (3/1) THHL=, AHBEEKFKEF N Y A TEEL.
BETAREBEL TRONAERSE, JOORVA—AY ) —LTEELAH
PLCIZTHHEL., ZEEOLEWHER2Mg . NEK2% THEI=,

'H—NMR (CDCls, 4 00MHz):60. 97 ( J=7. 6Hz, 3H),
1. 57—1. 63 (m, 2H), 3. 23—-3. 28 (m, 2H), 4. 01 (s,
3H), 4. 52 (t, J=5. 1Hz, 2H), 4. 81 (br, 1H), 4. 9
3 (t, J=5. 1Hz, 2H), 6. 47 (d, J=5. 4Hz, 1H), 6.
69 (s, 1H), 7. 08 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7.
18 (d, J=2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1H),
7. 72 (d, J=1. OHz, 1H), 7. 97 (d, J=1. 0Hz, 1H),
8. 26 (d, J=9. OHz, 1H), 8. 48 (d, J=5. 4Hz, 1H)
HEBoE (EST—-MS, m/z):497 (M*+1)

KiEgl146 : N—[2—-—rO00-4— ({(7—-[2— (IH=-1—-+3I%JU))
IThFIN=6—-AbF—a4-F /J)I} FFNTzZII]-N' —7OF)
A

B (N— {2 -700-4—-[(7T—kbROF>—6—RArF—g4—%
) AF17 )b} =N’ =70 L7, some) ,kEEA U WA (13
smgl. 2= (1H—1—13IFVUYI) TFI 4—AF)—1-xR2¥>A
WZ7#F—hk (59mg) ZENN=JAF)FRILTI R (Im 1) ICERRL120
CTTSREEHR L. RISRESWITKEMA, yooR)bsa—TFa/8) —)b (3
1) THtLZ. AREZEKEEF N DATERL., BETAREZEELT
"BoNKIKSZEZ, J00FNL~AY /) — )L TEBELAEHPL CIZTR®L. =
MOILEMZ 81meg. INE2% TH-.

'H—NMR (CDCl:, 4 00MHz):60. 96 (¢ J=7. 6Hz, 3H),
1. 50—1. 65 (m, 2H), 1. 90—2. 08 (m, 2H), 3. 24 (d
d, J=7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (,
J=6. 6Hz, 2H), 4. 44 ( J=7. 3Hz, 2H), 4. 88 —4.
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94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J=2. THz, 9.

OHz, 1H), 7. 25 (s, 1H), 7. 29 (d, I=2. 7THz, 1H),
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d,
J=9. OHz, 1H), 8. 58 (s, 1H)

HEHE (ESI-MS, m/2z): 496 (M*+1)
Eigll47 :N— (2—s700-—4— {[7— (33—t ROoFTofEx)
— 6 ALF—4-FUNFFI) TJxZ)) —N' —FOFILILT
F#t (N— {(2—-2oO0—-4—-[ (7T—-kRoFi—6—2 FF—a-F
D) FF217xz2)0) —=N' —FOBIL YL 7. 80mg) JREETI U N (13
gmg). 3—=TOE—-1-70/8/)—)L (0.027m 1) EN,N—ZRAF)LE)LA
TIF ml) CEMLERTISHERERLE. REESWICKEMA. » O
OFINL—70/)8/ =)l (3/1) THHLE., BEEBZEKEEF N Y LT
BBRL. BETHEHEZEELTESNAEREE, 700KV A AY ) — )L TE
I 2HPLCICE DHBL,. HEDOILAWE9Img. INE100% TE.
'H-=NMR (CDCls, 400MHz):60. 92 (, J=7. 6Hz, 3H),
1. 45—-1. 62 (m, 2H), 2. 09—2. 18 (m, 2H), 3. 21 (d
d, J=7. 1Hz, 12. 9Hz, 2H), 3. 87 (t, J=5. 6Hz, 2
H), 3. 94 (s, 3H), 4. 31 (t, J=6. 1Hz, 2H), 4. 81—
4. 87 (m, 1H), 6. 42 (d, J=5. 1Hz, 1H), 6. 69 (s,
1H), 7. 03 (dd, J=2. F7I—Iz, 9. OHz, 1H), 7. 14 (d,
J=2. 7Hz, 1H), 7. 36 (s, 1H), 7. 43 (s, 1H), 8. 20
(d, J=9. OHz, 1H), 8. 42 (d, 1=5. 4Hz, 1H)
EMBI148 :N—[2—2r00—4— ({6—ARFP—7— [2— (4—RAF
WERS P /) ThF2] —4—-F/Y)l} F) 7Jxz=)] =N’ —70F
Vo LT

F#t (N— (4= {[7T-(2=7OFITF+3) —6—AhF—a4—F /1)
Wl A2} —2—-roo7xzz)l) —N' —7OFBIILT. 50me). REE

AUTAL (138meg). 1—AFIERSI> (0. 055m1) 2N, N—
AFNFIINLTIR (1m1) ITEMRLUERTL SHREBHRLE, RISESWIC
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KzA, 2700FRIVA—=70a/X/ =)V (3.71) THHL~, 8% 8K

BT hPIULATHERL, BETEREZZXRL TEONEBIE, T—F)L Tkl
U, REDLEWZS54meg. [NE10 0% TE:~,
'H-—NMR (CDC1ls, 400MHz):60. 92 (t, I=7. 3Hz,
3H), 1. 49—-1. 62 (m, 2H), 2. 24 (s, 3H), 2. 35—2.
70 (m, 2H), 2. 90 (t, J=4. 6Hz, 2H), 3. 21 (dad, 7J
=7. 3Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 4. 26 (t, J
=6. 1Hz, 2H), 4. 75—4. 85 (m, 1H), 6. 41 (d, J]=5.
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd, J=2. 7Hz, 9.
OHz, 1H), 7. 14 (d, J=2. 7Hz, 1H), 7. 34 (s, 1H),
7. 42 (s, 1H), 8. 19 (d, I]=9. 0Hz, 1H), 8. 42 (d,
J=5. 1Hz, 1H)
HE HME (EST-MS, m/z):528 (M* +1)
Eiigi149 : N— (2—rpobO—4— {[7— (2—bEFOF>ThFd) —
6 —AbF—4—-F )U)FF) Jx=J)) —N' —FoB)uL7
FE (N— {2—-/700-~4—-[(7T—-EROFT—6—-ArFL—4—F)
) FF2172=)0 =N —=Z7oE)NT L7, 8ome) JREEH U™ LA (13
8mg). 2—7OEFEIY /)L (0.021m 1) ZNN—IAF)IKILTIRK (1
ml) &:i@ﬁ@b’é?&'@mﬂﬁfﬁfﬁ#ﬁfbf:o FINIEEMIZ/KEMA, voam)lh—
7O/ J =) (3/1) THIHLZ., EHEEEEKEES N U ATERL, &
ETEFRZERLTESNAEEZIZ, 700K A AY ) —)L CRET SHPL
CIZLODHEL. REDILEWMESOMg. NFKIWO% TH~,
'H-~NMR (CDCls, 4 00MHz):60. 96 (t, J=7. 6Hz, 3H),
1. 54—1. 65 (m, 2H), 3. 25 (dd, J=7. 1Hz, 12. 9
Hz, 2H), 3. 99 (s, 3H), 4. 07 (t, J=4. 4Hz, 2H), 4.
28 (t, J=4. 6Hz, 2H), 6. 46 (d, J=5. 4Hz, 1H), 6.
77 (d, J=8. 3Hz,1H), 7. 08 (s, 1H), 7. 08 (dd, J=2.
"THz, 9. OHz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8.
265 (d, J=9. OHz, 1H), 8. 48 (d, J=2. 9Hz, 1H)
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%%%150:N—{2—0DD—4—H7—{2-H2—tPD#>I?»)

(%TW)?EMIF#y}—6—%%#9—4—*/UW)?#VD::»}
—N' — 7oLy
¥ (N— (4— {[7— (2—T7OFEIFF) —6—-ArFEL—a—F

UIFF>) —2=-r007x=)l) =N’ —7OBII L7, someg) mlk
ﬁUWA(waﬂ\2—(i?»?i/)lﬁ/—wﬂwmml)%MN—
PAFIEINLT IR (Im 1) CEFELUEETISEEBRL A, RISESYIC
KZEMA. 7O0OFVL—T70/8/ —)b (3/1) THIE L. SEE% 8Kk
B hUDLTERL, METFTAEZEXRLTESNAREE, T—F)L Tk
L. REBOILEWES3meg. [NK106% TE~,

‘H—NMR (CDCl;, 400MHz):60. 97 ( J=7. 6Hz, 3H),
1. 54—1. 65 (m, 2H), 2. 42 (s, 3H), 2. 69 (t, J=5.
1Hz, 2H), 3. 00 (t, J=5. 6Hz, 2H), 3. 26 (dd, J=
7. 1Hz, 12. 7Hz, 2H), 3. 64 (t, J=5. 1Hz, 2H), 3.
99 (s, 3H), 4. 26 (t, J=5. 6Hz, 2H), 4. 66—4. 69
(m, 1H), 6. 46 (d, J=5. 1Hz, 1H), 6. 70 (s, 1H),
7. 09 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 19 (d, J=2
7"Hz, 1H), 7. 39 (s, 1H), 7. 47 (s, 1H), 8. 24 (d, J
=9. OHz, 1H), 8. 47 (d, J=5. 1Hz, 1H)

HESHE (ESTI-MS, m/ 2z): 503 (M*+1)

EMFI151 :N— (2—=2r00—-4— {[6—APF—7— (3—F)LKY
J70RF) —4—-F/VU)NFAF) JxZ)) =N —FOCIILT
B (N— (4— {[7— (3—7OEJORFL) —6—ArF—4—F
JUNFFL —2 007z 2)) —N° —7OEIYLT. 52meg) 3
B UL (138meg). EIERYU S (0044m 1) EN,N—SAFIHRILAT I
F (ml) ICHEFELUERTISHEEEL -, RISESWICKEMA., OOk
Wb—7a/8/ =)V (3/1) THH LA, E#EEEKEEET N Y LA TER
U, BETHEEZEZELELTHESNAERSEZ., T—FILTHEL., EEOLLESWE

23meg. NE44% TE=,
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'H-—NMR (CDCl;, 4 00MHz):60. 92 (t, J=7. 6Hz, 3 H),

1. 49~-1. 60 (m, 2H), 2. 02—2. 11 (m, 2H), 2. 40—
2. 47 (m, 4H), 2. 52 (t, J=7. 1Hz, 2H), 3. 21 (dd,
J=7. 1Hz, 12. 9Hz, 2H), 3. 62—3. 69 (m, 4H), 3. 9
5 (s, 3H), 4. 20 (t, J=6. 6Hz, 2H), 4. 70—4. 78 (m,
1H), 6. 41 (d, J=5. 1Hz, 1H), 6. 64 (s, 1H), 7. 0
4 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 15 (d, J=2. 7THz,
1H), 7. 37 (s, 1H), 7. 43 (s, 1H), 8. 20 (d, J=9. 0
Hz, 1H), 8. 42 (d, J=5. 4Hz, 1H)

EWH152  N—[2—2700—-4— (6—RARF—7— {[3— (4 —XAF
WERS D /) FaRFIN—4—-F ) UY)} FF) JxZ)L]-N' ~7FO¥
Vo L7

Bt (N— (4= {([7- (3—T7OE7O08BFT) —6—AbF—4—==%
JUNFFL) —2—ro07x)k) ~N' —7FObBLT LT, 52meg) &
BAU)UL (138mg). 1 —AFIERTTZL (0055m 1) #N,N—IJAF)
FIVATIR m 1) KERUEIRTISHEBIIRL =, RSESWITKEMR.
o0V A—=70/8 /=) (3/1) THIHLKE., BB EKNKEF FU ™
LTERL., BETHEEZEEL TESNAEEIE, T—FI)ILTHhEL., ZED
Le¥E4ime. NE6% THZ,

'H-NMR (CDCls, 400MHz):60. 92 (, J=7. 6Hz, 3H),
1. 49—-1. 64 (m, 2H), 2. 02—-2. 10 (m, 2H), 2. 23 (s,
3H), 2. 30—2. 56 (m, 8HW), 2. 52 (t, J=7. 3Hz, 2H),
3. 20 (dd, J=7. 1Hz, 12. 9Hz, 2H), 3. 94 (s, 3H),
4. 19 (t, J=6. 8Hz, 2H), 4. 83—4. 92 (m, 1H), 6.
40 (d, J=5. 1Hz, 1H), 6. 69 (s, 1H), 7. 03 (dd, J
=2. 9Hz, 9. 3Hz, 1H), 7. 14 (d, J=2. 7Hz, 1H), 7.
35 (s, 1H), 7. 42 (s, 1H), 8. 19 (d, J=9. 0Hz, 1H),
8. 42 (d, J=5. 4Hz, 1H)

HEDHE (EST-MS, m/ z):542 (M"+1)
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EfaPI1 53 : N—[2—~r0OH0~4— (6—ArF—7— {3~ (1H—1,
2, 3—FUTFV=I—1—a)) FoORFII—4—F )Y} FF) T
ZIV=N' —=FoaEioL7y

U7V =) (041ml). 1-70FE-3—-20O070/%> (0.79ml). I {5
RSTFNTEZTUL (10mg). BLUN3IMABELF N U AKEK (1ml)
27t b2 (10mD IZEML. SOCTISHEIBI LA, RISEAWICKEME.
Z700R)VATHH U, BHEBEEKEET M) IATERL., REFERS
BELTHRONALEZSE, JOOKRINATRETS VO N S 7o —lck Dk
"L, PRIk 327mg) E1E7=,
Bt (N— {(2—-2/D00-4—-[(7-bROF>—6—-RAbF—a—% /1)
W) AFZNT7xZ) =N’ —=7OENT L7, someg) REH U™ L (138
meg). FIROFEE 3mg) ENN—UAFNFRILATIR (Im1) ICEE
L80C T IR L. RISIESMIC/AKZEMA, roakIlA—T0O/8) —)b
(3/1) THH L., AHBEEKHET N VATEZEL. BRETEESZ
RLTRHRLONEESZ, 700FKINA / A5 =)V TRET SHPLCIZ L D 8l
L. BEBOILEWA: 54mg. NE52% TE,
'H—NMR (CDCls, 4 00MHz):60. 97 (t, I=7. 6Hz, 3H),
1. 54—-1. 65 (m, 2H), 2. 49—-2. 58 (m, 2H), 3. 26 (d
d, J=7. 1Hz, 13. 2Hz, 2H), 4. 01 (s, 3H), 4. 15 (t,
J=5. 9Hz, 2H), 4. 69 (t, J=6. 6Hz, 2H), 4. 90—5.
00 (m, 1H), 6. 46 (d, J=5. 1Hz, 1H), 6. 77 (s, 1H),
7. 08 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 19 (d, J=2.
7Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 7. 61 (s, 1
H), 7. 67 (s, 1H), 8. 26 (d, J=9. OHz, 1H), 8. 47 (d,

J=5. 4Hz, 1H)

HEHHME (EST-MS, m/ z):511 (M*'+1)

EiEFI1 54 N—-[2—r0O0—-4— {(7—-[3— (IH-1—13% 1Y)
ZORFN-6 AT —4-F/J)} AF) Iz ZI)]-N' —7FO¥
Vo L7
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1X5/—)(680mg). 1 -7 OFE—3—-raor7o/v> (0.79ml). I L5

FSTFINTEZTL (10mg) . BEUN3IMKEILT MU AKEK (1ml)
Z7 b2 (10mD ITERL. 50CTI18KHIER L. RIGBEWIC/KEZMA.
00V ATHBLE., AREEZEKEES YD LATERL., BETRE:
BELTHESNEEKSZ, JOOKRINATERT 22709 570 —12k D8
HU., &k (1- (3-oo7oEil) —1H——13%V—)l. 525mg) %
"=,

FEft (N— (2—-700-4—-[(7T-tFROFL—6—-—ARFI—4—F)
) AFNT7 )V} =N —FOE)N T LT, someg) skEHU I A (13
8meg). FNRDFRE (42mg) ZN,N—ZSAFILFRILATIE Um 1) I2&
LT T IMMIMAL 2. RINESWIT/KZMA, Zaor)bs—Fa/s ) —
Vo (3/1) THHLZ. FEEZEKKES N TLATERL, RETAELR %
BERLTHESNEEKESZ, 700KV A /| AY /= )V TRETSHPLCIZL D E
"W, XREOILEWME23mg., NER23% TH=.

'H—NMR (CDCls, 400MHz):60. 91 ( J=7. 3Hz, 3H),
1. 48—1. 60 (m, 2H), 2. 27—2. 36 (m, 2H), 3. 20 (d
d, J=6. 8Hz, 12. 9Hz, 2H), 3. 97 (s, 3H), 4. 06 (t,
J=5. 9Hz, 2H), 4. 21 (t, J=6. 8Hz, 2H), 6. 39 (d,
J=5. 4Hz, 1H), 6. 90 (s, 1H), 6. 98—7. 04 (m, 2H),
7.12(d,J=2.7Hz,iHL 7. 30 (s, 1H), 7. 44—-7.
48 (m, 2H), 8. 22 (d, J=9. OHz, 1H), 8. 41 (d, J=
5. 4Hz, 1H)

FEiFl155 :N— (2—2r00—4—-[(7T—(2—-[Z (2—kROFTF
W) FE/1TbF) —6—AbFI—4-F/U)) FF17x=)V} —N
L —ZobElyLy

e (N— (4= {[7T— (2—-TOEIFF) —6—AbF—4-—F)
DFF) —2—-rs007x=)V) =N’ —7OE)NI LT, someg) kB
AVTA (138meg). 1 —AFIVERT T (0.055m 1) ZN,N— 2 AF)LiK
VAT IR (m 1) IZEBLUERTISHMEEHR L. KISIEEWIT/KEMNA.
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sanfR)VLA—7a/)8 /) =) (3/1) THH LA, SHEEEKFEEF N ™S

Afﬁﬁb\ﬁET@ﬁé%%bT%%ht%é%.I—?»T%@b‘ﬁﬁw
k&M ZE4em g, NFEI2% THI=.

'"H—NMR (CDCl:, 4 00MHz):60. 92 (, J=7. 3Hz, 3H),
1. 50—1. 60 (m, 2H), 2. 74 (t, J=4. 9Hz, 4H), 3.
04 (t, J=4. 9Hz, 2H), 3. 15—-3. 24 (m, 2H), 3. 60
(t, J=5. 1Hz, 4H), 3. 94 (s, 3H), 4. 17 (t, J=5.
OHz, 2H), 6. 41 (d, J=5. 4Hz, 1H), 6. 75 (s, 1H),
7. 04 (dd, J=2. 4Hz, 8. 8Hz, 1H), 7. 14 (d, J]=2.
THz, 1H), 7. 38 (s, 1H), 7. 43 (s, 1H), 8. 19 (d, J
=9. OHz, 1H), 8. 42 (d, J=5. 4Hz, 1H)

EWHI156 :N— (2-2r00—-4—[ (7— {3—[Z (2—EROF>TF
V) 721788 F) —6—ARFT—4—-F 2 UJ)) FFIT )} —
N' —ZJoE)loL 7

B (N— (44— {[7T— (3—TOE7ORF) —6—ArF—4—F
JVINAF) —2-s007z=)l) =N’ =70l YL7., 52me) %
BRI UL (138mg). PLY /) —)F7 I (53mg) EN,N—IAF)LiIL L
TIFR Qml) CEBLUERETISHEBBRL-. REAWIC/KkENZ., 0
OANL =T8N/ =) (3/1) THH L. BEEBEEKEEEF )Y AT
Rl . HETHBHEZEELTEONEI 2, T—FIITHh%EL. EEDLS
E41meg. IXE82% T/,

'H—NMR (CDCl:, 4 00MHz):60. 89 (t, J=7. 3Hz, 3H),
1. 46—-1. 566 (m, 2H), 1. 97—2. 05 (m, 2H), 2. 63 (t,
J=5. 1Hz, 4H), 2. 69 (t, J=6. 1Hz, 2H), 3. 19 (d
d, J=7. 1Hz, 13. 2Hz, 2H), 3. 60 (t, J=4. 9Hz, 4
H), 3. 94 (s, 3H), 4. 32 (t, J=5. 9Hz, 2H), 5. 27—
5. 35 (m, 1H), 6. 37 (d, J=5. 4Hz, 1H), 6. 94 (s,
1H), 7. 01 (dd, J=2. 9Hz, 9. OHz, 1H), 7. 10 (d,
J=2. 7THz, 1H), 7. 42 (s, 1H), 7. 53 (s, 1H), 8. 19
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(d,J=9.0HZ,1HL8.85(d,J=5.4Hz,lH)

HE WhE (ESI-MS, m/ z):547 (M*+1)

ERFI157 :N—{2—-2r0n0—-4—[(7—({3—-[(2—EROF>TF))
(AFN) TEINTOAORFL} —6—AbFS—4—F/)YJ)L) FF1T7r=
JV} —N' —=ZFoeiloL7y

BE#t (N— (4= {[7- (3~TOE7ORFY) —6—RAhFi—qg-—=
/&Mj#y}—z—ﬁmu71:w)-N’—jmevaY.ﬁmg)ﬁ
Bl (138meg). 2= (AFNTX/) H /=) (0.040ml) %N,N-—
PAFNHBIIALAT IR (Im 1) ICERURIBTISEEBRL -, KISESYIZ
KzEmAx., Z2O0ORINLA—T70O/N7-)L (3/1) THHEL /. HHE % 8K
BFhUDLTHBRL, BRETABLZEELTEONARBIE, T—5 )L Tk
L. REDILEYWZE 51mg. [NRI8% THEI=,

'H—NMR (CDCls, 400MHz):60. 91 , J=7. 6Hz, 3H),
1. 456—1. 569 (m, 2H), 2. 05 (t, J=6. 8Hz, 2H), 2.
24 (s, 3H), 2. 51 (t, J=5. 1Hz, 2H), 2. 59 (t, J=
7. 1Hz, 2H), 3. 20 (dd, J=6. 8Hz, 12. 9Hz, 2H),
3. 57 (t, J=5. 4Hz, 2H), 3. 95 (s, 3H), 4. 22 (t,
J=6. 3Hz, 2H), 5. 00—5. 08 (m, 1H), 6. 40 (d, J=
5. 1Hz, 1H), 6. 79 (s, 1H), 7. 03 (dd, J=2. 7THz,
9. OHz, 1H), 7. 13 (d, J=2. 7Hz, 1H), 7. 426 (s,
1H), 7. 433 (s, 1H), 8. 19 (d, J=9. 0Hz, 1H), 8. 4
0 (d, J=5. 4Hz, 1H)
HBEBOWE (ESIT—-MS, m z): 517 (M*+1)
K158 : N—[2—200—4— ({(6—ArF—7—14— (1 H—1,
2, 3=bUTV=)—1—=AN) TrFI—4—F/Y)} FF2) 7=
=N —7obEiloL 7

M7V —=)(041ml). 1 —70F—4—-2007%> (0.93ml). I {5 k
TTFINT EZT L (10mg). BRU3IMAEELF b U LAKEE (Iml) %
T b2 (10mD IZHEFEL. SOCTISKEBIE L. RINRSWIC/KEMA.
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7DD$WAT%&thE%E%%K%@TFUWAT%ﬁL\ﬁET%ﬁE

BELTRSNZETZ, JOORNATRETZ VO RT ST 4 —iz kD
"HU. Pk (1— 4—Zr7oo7F)L) —1H-1, 2, 3—rU7I—).
314mg) ZE1/7=.

B# (N— {(2—-2700-4-[ (7-EROFL—6—ArFP—ad—%
UN) FF17xZ)b =N —FOBILIL T, 80me) REAU YA (13
8mg). ABRDOPHE (48mg) ZENN—AFINHEIATIR (Uml) 0@
fELBOCT IR L2, RINEEWIC/KEMA, soakis—TO/s ) —
b (3/1) THIHU 7=, AH#EEEKFEEF U YA THIBL ., BRETEES
BELTHOoNLKEE, soafR)lh | A% /) — )V TEBTBHPLCIC L D &
"HL., REOLEWE2m g, NEI0% TE*=,

'H—NMR (CcDCl:, 40 0MHz):60. 96 (t, J=7. 3Hz, 3H),
1. 54—-1. 65 (m, 2H), 1. 88—1. 98 (m, 2H), 2. 14—
2. 24 (m, 2H), 3. 26 (dd, J=6. 6Hz, 13. 2Hz, 2H),
3. 99 (s, 3H), 4. 20 (t, J=5. 9Hz, 2H), 4. 55 (t,
J=7. 1Hz, 2H), 5. 00—5. 06 (m, 1H), 6. 46 (d, J=
5. 4Hz, 1H), 6. 80 (s, 1H), 7. 08 (dd, J=2. 7Hz,
9. OHz, 1H), 7. 19 (d, J=2. 7Hz, 1H), 7. 37 (s, 1
H), 7. 49 (s, 1H), 7. 68~7. 72 (m, 2H), 8. 26 (d,
J=9. 0OHz, 1H), 8. 47 (d, J=5. 1Hz, 1H)

HEBOoHhE (ESI—-MS, m 72z):525 (M*+1)

Ehig11569 :N— {2—-2/00-4—-[(6—AKF—7~ {[5— (1 H—
1, 2, 3=bUTFV—=I)b—1—4)) RFIJLAF} —4—F/U)) F
FN1T7xZ)V} =N’ =Jogb)iuL7

U7V —=)b(041ml), 1 —7OF—-5—-2700>%> (1.0ml). I {5
FSTFINT EZT L (10mg). BLU3MAELF R Y ™ AKEK (1ml)
27 R (10mD ICEML. 50CTIsHRIBIR L=, RISIESMIZ/KEINZ.
J0ORIATHELE. FEEEKEEF N Y ATERL., METAR:
BELTHEoNALESZ, JO0OKRILATEBETZ /O 57 4 —12& D
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L. FHEE (1 - (5-70OXRCFII—1H—-1, 2, 3—hRUYFPJS—).
390mg) Z=HE7.

FE (N— {2—-7D00-4—-[(7T—bEROFT—6—ArF—g4—F)
D) F217x2)b =N’ —=7OENT L7, someg) HKEHY 7L (13
8mg). RIRDPEE (5img) EN,N—ZAFILKRILATIR (Um1) ITE
RLBOC T IR L. RISIEREWIT/KEMA., ZOoodIlL— T8/ —
V (3/1) THIHL . AREZEKMEES N ATEHRL., REFAKS
BERLTHROSNKLESZ, 700KV A / AY ) =)V TRETSHPLCIC L D &
L. REOILEWME3BmMe. [WNK31% TH-.
'H—NMR (CDCls, 400MHz):60. 92 (, J=7. 6Hz, 3H),
1. 47—1. 59 (m, 2H), 1. 85—2. 03 (m, 4H), 3. 21 (d
d, J=6. 6Hz, 13. 2Hz, 2H), 3. 94 (s, 3H), 4. 11 (t,
J=6. 3Hz, 2H), 4. 38 (t, IJ=7. 1Hz, 2H), 4. 86 —4.
94 (m, 1H), 6. 41 (d, J=5. 4Hz, 1H), 6. 71 (s, 1H),
7. 03 (dd, J=2. 4Hz, 9. OHz, 1H), 7. 14 (d, T=2.
7"THz, 1H), 7. 31 (s, 1H), 7. 43 (s, 1H), 7. 51 (s,
1w, 7. 64 (s, 1H), 8. 20 (d, J=9. 0OHz, 1H), 8. 41
(d, J=5. 4Hz, 1H)

HESHE (EST-MS, m/2z):539 (M"+1)

g1 60  N—-[2—ropn—-4— (7—[4— (1H—=1—-A3I5Y)I)
ThFN-6—-AbF—4-F/U)} FF) JxzZ)L]—-N’ —7Ob)b
gvy

1/ —)(680mg). 1—7OFE—-4—2007%> (0.93ml). I9{LF k
TTFNT EZDT L (10mg). BRI 3IMAKEILF MU T AKEE (Im) %
7t b (10mD IZHEMRL. 50C T8 L7z, RISESWIT/KEIA.
o00FR)ATHELUZ. BHRELEKKE SN YATERL. BIETFARZE
BELTHRESNAEEKSTZ, JOOKRINATERT SO NS 7 0 —I2k 0D
L., 9tk (1 - (4—27on7F)) —1H—73I5J—)b, 756mg) %15
7z
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F¥ (N— {2-700-4—[ (7T—bROFS—6—ArFL—4_% )
U) F2]7xZ)} —N' =7 L7, someg) JREHU YA (13
8mg). BRUANBDFRE (48mg) ZN,N—CAFINFIATIR Uml)
ICEFRLOC T IR L., RISESMWIT/KEMA., ook A—TO/s
/= (3/1) THEL. BRELEKREST MY YATERL. BETFTE
REBELTHRONAEREE, yoofk)hh [ AY ) — )V TREBET ZHPLCIC &
DREEL., REOLE®HZ20me. [NLR28% TE-,

'H-NMR (CDCl;, 400MHz):60. 96 (t, J=7. 3Hz, 3H),
1. 54—1. 65 (m, 2H), 1. 83—1. 95 (m, 2H), 1. 98—
2. 08 (m, 2H), 3. 25 (dd, J=6. 8Hz, 12. 7Hz 2H),
4. 00 (s, 3HD, 4. 10 (t, J=7. 1Hz, 2H), 4. 20 (t,
J=6. 1Hz, 2H), 5. 08—5. 16 (m, 1H), 6. 46 (d, J=
5. 1Hz, 1H), 6. 83 (s, 1H), 6. 97 (s, 1H), 7. 06 (s,
1H), 7. 08 (dd, J=2. 9Hz, 9. 3Hz, 1H), 7. 18 (d, 7J
=2. 7YTHz, 1H), 7. 37 (s, 1H), 7. 49 (s, 1H), 7. 58
(s, 1H), 8. 26 (d, J=9. OHz, 1H), 8. 46 (d, I=5.
4Hz, 1H)
EMFI161  :N— (2—2r700—-4— {[6—ArFT—7— (4—FPUIJ
AbF) —4—FFVYZ)FFT) Jx=)l) —N' = (2, 4—-T)0
A07xZ)V) IL7F |

Bt (N — {2-700—4—-[(7T—-bFOF>—6—ARFi—4g4—=
FVUZIN) AF Tz =N’ — (2, 4= 7)0F40T7 =)L) L
7. 80meg) REEHUT LA (138mg). 4—2ZOORXAFIEY DS (4
Img) EN,N—ZAFIHKILALATIEK (1m 1) Wi UEIR T1gRsfT e L
7o BRISIREWIC/KEMA, 700wV A—7O/N 7 =)L (371) THEL~,
AHBZERMES M) Y LATERL, BRETERE2EELTEONARAET
—TINTHSEL., REDOILEHMZE5O0mg . WNES2% TH=,
'H-—NMR (CDCls, 4 00MHz): 64. 03 (s, 3H), 5. 46 (s,
2H), 7. 03—=7. 11 (m, 1H), 7. 28—7. 38 (m, 1H), 7.
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47(8,1m,7.50(d,l=5.9HZ,2H% 7. 56 (d, J=

2. THz, 1H), 7. 61 (s, 1H), 7. 95 (s, 1H), 8. 09—8.
18 (m, 1H), 8. 19 (d, J=9. 0Hz, 1H), 8. 57 (s, 1H),
8. 63 (d, J=5. 9Hz, 2H), 8. 81 (s, 1H), 9. 30 (s,
1H)

Ehigll62  :N— (2—2r700—-4— {[6—AFFI—7— (2—FJ)LKY
JIbFY) —4-—FFJUZINFFL) JxZI) —N' — (2, 44—
Aoz =)V) L7

Bt (N' — {2—-700—-4—-[ (7-kEROF>—6—-AbFi—4g4—F
FVUZIN) FFNT7 IV} =N — (2, 4—T o)A rzo)l) YL
7. 100meg) JREEHIUT L (857meg). 1,2 - TOFILY L (0.085ml) %
N.N=ZAFIVIRIVAT IR (Im 1) KHEMBLUEIRTISKEBERLE., KiE
BWITKEIA. ZOoORIVA—7anx/,—)b (3/71) THIHELE. SHE%
BAKFET PV LATERL., BETESZ2EEL TBSNERIE2T—FIT
il FRE (N— (4—- ([7—- (2—-TBOFELFFY) —6—RA RFI—
4—FFVIVII)INFAF) —2-rooTyzzIl) —N' — (2, 4—7)1
AOZ7x2)V) ULY) 257k, Pk, REHNY 7L (138mg). TILKRU >
(0.05mD) ZN,N—-—ZAFIHRNVLAT IR (Im ) ICEMRLZEE CTIgk Rl
Lic. RIGES#ITREMA, 700KV A—F0/8/ =)L (3/1) THH L=,
AREZHEOKMET N LATEHERL, BETFTAESE2EEL TESNARSE Y
OOFRIIVA A ) =)V TRBT5HPLCICL DML, REOLSWE5Tme.
INZR46% TIF7/z.

'H—NMR (CDCl:;, 400MHz): 62. 54—2. 63 (m, 4H), 2.
85—2. 94 (m, 2H), 3. 66—3. 73 (m, 4H), 3. 97 (s,
3H), 4. 25—-4. 32 (m, 2H), 6. 77—6. 88 (m, 2H), 7.
09 (s, 1H), 7. 14 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7.
257 (s, 1H), 7. 264 (s, 1H), 7. 44 (s, 1H), 7. 90
—7. 99 (m, 1H), 8. 22 (d, J=9. 0OHz, 1H), 8. 56 (s,
1H)
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HESHE (ESI—-MS, m/z):586 (M*+1)

EMBI1 6 3 : N— (2—r0Op—4— {[6 —ARFI—7— (3 —%FJLKY
J7ORFY) —4—-FFVU)FFL) TJxZ)) =N — (2, 4—3
Ao T7 =)L) UL 7

Bt (N— (4— {[7T— (3—ToE7ORFY) —6—ArFi—g—=x
FVUINFFL)Y —2~-roo07xz=)b) =N — (2, 4—-7)FO7
TV UL7T. s9meg) JREEHY UL (857mg). EILHRYU S (0.043ml) &
N.N=YAFIBRIATIE (Im 1) KEELERTISHERELE., KISE
BYITKZEMA, ZoofR)ba—7a/)8) —)b (3/1) THIH L., GHEL =
IREREEF U DU LTEBRL., BETAEEZZELTESNARIZI—T)LTH
L., REDLEMES3Ime. VLYY THE,

'H—NMR (CDCl;, 400MHz):62. 06—2. 16 (m, 2H), 2.
43—2. 57 (m, 4H), 2. 56 (t, J=6. 8Hz, 2H), 3. 68
—3. 75 (m, 4H), 4. 03 (s, 3H), 4. 27 (t, J=6. 6Hz,
2H), 6. 79—6. 91 (m, 2H), 7. 14 (s, 1H), 7. 19 (dd,
J=2. THz, 9. OHz, 1H), 7. 28 (s, 1H), 7. 29 (d, J
=9. OHz, 1H), 7. 33 (s, 1H), 7. 49 (s, 1H), 8. 26 (d,
J=9. OHz, 1H), 8. 61 (s, 1H)
HREOHE (EST-MS, m/z): 600 (M*+1)
Eifll164 N—[2—2r00—-4— ({(6—AbF—7—-[3— (4—AF
WERS D /) TadRFiN—4—FFVUI)}AF) 72— N’ — (2,
4 —-TI7NFA a7 z=)) ILTF

F#EE (N— (4— {[7T— (3—T7OE7O0RF>) —6—ARFP—4—-=%
FUUDIWNFFT) —2-rooTvz=)l) —N' — (2, 4—-TI)0F4n0o7
=) LY. 59meg) JREENY) UL (138meg). 1 —AFIERT T (0.
055ml) ZN,N—=ZAFIRILAT IR (Im 1) IKEMRLUEIR TISHREIMEL
7o RONBEWIZ/KZMA, 7oafR)ILA—-7a/)N/) =) (3/1) THHL~,
BHEZEKGE T N DATHEL., BETEEZERLTESN BRI ET
— 7 IV THRE L., REOILEWHE58m g, INE5% THE/=,
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'"H—NMR (CDCl;, 400MHz):62. 01—2. 12 (m, 2H), 2.

23 (s, 3H), 2. 23—2. 80 (m, 8H), 2. 51 (t, J=7. 1
Hz, 2H), 3. 97 (s, 3H), 4. 20 (t, J=7. 2Hz, 2H), 6.
73—6. 87 (m, 2H), 7. 13 (dd, J=2. 7Hz, 9. 0Hz,
1H), 7. 24 (d, J=2. 7THz, 1H), 7. 27 (s, 1H), 7. 3
0 (s, 1H), 7. 44 (s, 1H), 7. 91—8. 00 (m, 2H), 8. 2
1 (d, J=9. OHz, 1H), 8. 56 (s, 1H)

EWHI165 :N—{2—-2r08—4—-[(7—{3—-[(2—tFOFTF))

(AFIV) TI/1788RFL} —6-AbF—a4-FFJYZ)) FF17
=)V} =N’ — (2, 4=27)l407z=)L) UL 7

BFEEE (N— (4— {[7— (3—7oE7aRFI) —6—AhFi—4—F
FVUZIINFFI) —2—-rooTzz)) —NT — (2, 4—7)hFAo7
*=J)V) U7, 59meg) kBN UL (138mg). 2— (ARIVTI)) T
& /=) (0.040ml) ZENN—=ZAFILHRIVAT IR (ml) CHEMLEIRTI
PRI L7z, RIGBEMIC/KEMA, Zoak)bA—-7a/% =)L (3/1)
THH L7z, AREBZEKEEST N UL THRL., BRETEHEEELTES
NieHES e —FI)ILTHEL., ZEDLEWE58meg . NE100% TE-.
'H—NMR (CDCls, 4 00MHz):62. 06—2. 16 (m, 2H), 2.
30 (s, 3H), 2. 57 (t, IJ=5. 1Hz, 2H), 2. 65 (t, J=
6. 8Hz, 1H), 3. 63 (t, J=5. 4Hz, 2H), 4. 02 (s, 3
H), 4. 28 (t, J=6. 1Hz, 2H), 6. 79—-6. 91 (m, 2H),
7. 18 (dd, J=2. THz, 9. OHz, 1H), 7. 28 (d, I=2.
7THz, 1H), 7. 37 (s, 1H), 7. 48 (s, 1H), 7. 96—8. 0
6 (m, 2H), 8. 26 (d, J=9. OHz, 1H), 8. 59 (s, 1H)
BB HE (EST-MS, m 2z):588 (M"+1)
EWFI1 66 : N—[2—2r00—-4— ({6—ArFIL—7—[2— (4—RAF
NERSGT /) ThFIN—-—4-F/UI} AF) =)L ]—N' — (2, 4
-7l AT )) JLT

FEg (N— (4— {[7— (2—70FTbhF) —6—AbrF—4—F)
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UNFAF2) —2-270B7x=)b) =N’ — (2, 4—27)Fars=)b)

TL7.50mg) REAUTL (138meg). 1 —AFILERS T (0.055m 1)
ENN—ZAFIIVERIVATIE Um ) CEFRLSETISHEEBRL~:. Kk
BEWNTKRZIA, 700K A—-70/8 =) (3/1) THHL~., GHE
ZEKMES NI TLATERL, BETEEZ2EEL TESNERI ST —F)L
TUeH L., REO(LEWE8me. NEI% TE~,

'H—NMR (CDCls, 4 00MHz):62. 31 (s, 3H), 2. 40—2.
75 (m, 8H), 2. 95 (t, J=6. 1Hz, 2H), 3. 99 (s, 3H),
4. 831 (t, J=5. 9Hz, 2H), 6. 48 (d, J]=5. 1Hz, 1H),
6. 85—6. 96 (m, 3H), 7. 12 (dd, J=2. 7Hz, 9. OH
z, 1H), 7. 15 (s, 1H), 7. 22 (d, J=2. 7Hz, 1H), 7.
40 (s, 1H), 7. 47 (s, 1H), 7. 94-—8. 03 (m, 1HW), 8.
25 (d, J=9. OHz, 1H), 8. 49 (d, J=5. 1Hz, 1H)
EWEFI16 7 N—{2—-200—-4—-[(7—{2-[(2—EROxITF))
AFW) FE/1TbF2} —6—AbF—a4—F /) UJ) AF17x=)1)
—N' — (2, 4—=27)l307=xz=))) wL¥

FEft (N— (44— {[7T— (2—-7O0FLbrFY) —6—ARFT—4—-F)

D+t —2—-—r7007x=2)k) =N’ = (2, 4—-27)4A07 =)L)
L7, s0mg) JREENUT A (138mg). 2— (AFITFI) ¥ /)—)b
(0.040m 1) ZN,N—ZAFILHRIVATIFE (Im 1) ICHEMEL =B T8k
WL, RISBESWIKEMA, yoaR)lisA—70O/ 7 =)L (3/1) Tl
MU, BREZEKEET P DL THERL, BETAEL2ZEEL TESNE
BEEI—FITHREL. REOLEME48meg . WRI7T% THE/=,
'H—NMR (CDCls, 400MHz):62. 44 (s, 3H), 2. 71 (t,
J=4. 9Hz, 2H), 3. 02 (t, J=5. 6Hz, 4H), 3. 66 (t,
J=5. 1Hz, 2H), 3. 97 (s, 3H), 4. 27 (t, J=5. 6Hz,
2H), 6. 46 (d, J=5. 4Hz, 1H), 6. 80—6. 93 (m, 2H),
7. 11 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 19 (d, ]=2.
THz, 1H), 7. 45 (s, 1H), 7. 96—-8. 04 (m, 1H), 8.
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25 (d, J=9. OHz, 1H), 8. 48 (d, J=5. 1Hz, 1H)

EWB168 :N— (2—2r00—4— {([6—ArF—7— (3—F)LKY
J70ORF) —4-FU)NFF) 7)) =N’ — (2, 4—TT)
Aoz )V) JL7F

B (N— (44— {[7T— (3—7o0F7ORFY) —6—RXAhF—4-—-F
JUNAFY —2—-ron07zz)k) -N' — (2, 4-7)FAnryz=
V) U7, someg) JREH U T2 (138meg). EILHEU S (0.044m 1) EN,
N=UAFNRIALATIE (ml) KEMBLERE TISKMBRL -, KIGES
wNzkzmA, yoom)bhA—=a/8) =)0 (3/1) THIHELE, AHEsE
IKBREEST P U D ATEREL., BETEEEZEEL TEONARIEZL—F)I Tk
L., XREOLEWEI2me. [NF64% TH-.

'H—NMR (CDCls, 4 00MHz):62. 06—2. 16 (m, 2H), 2.
43—-2. 51 (m, 4H), 2. 56 (t, J=7. 3Hz, 2H), 3. 68
—3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J=6. 6Hz,
2H), 6. 47 (d, J=5. 1Hz, 1H), 6. 84~6. 93 (m, 2H),
7. 06 (s, 1H), 7. 12 (dd, J=2. 7Hz, 9. OHz, 1H),
7. 22 (d, J=2. 9Hz, 1H), 7. 42 (s, 1H), 7. 47 (s,
1H), 7. 95—8. 04 (m, 1H), 8. 25 (d, J=9. OHz, 1H),
8. 48 (d, J=5. 4Hz, 1H)
Ehifll169  :N— (2—2700-4~ {[6—A+FI—-—7— (3—FUD)
AbF) —4-F/VIINFF) JzZ)) =N’ — (2, 4—-27)F O
Jx=Z)L) LT
N—{2—-700—-4—-[(7T—kFOF>—6—-—AbrF>—4-F1J)b)
FFT7z)V —N' — (2, 4= 7)) 7)) 717 (55mg).
PREEA VDT Blmg). 3—Ea U oy REEEEHE (22mg) &N, N—I X
FIHRIALAT IR (1m) ITEFEL. SOETIRMBEHRL-. BIETAgEEE
LTRSNZFESITHAMKREEKSZEF MU D LAKEKREZINAZ., Z7Ooomk)LA THE
Lice 700FRNVLABEBEKEE SN JATEHRL., BRETEEZ2EELTE
SNEIREZIT—TIVTHHR L., REOLEY%30mg. INZFE48% TH/z
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'H—NMR (CDCl;, 400MHz):64. 03 (s, 3H), 5. 31 (s,

2H), 6. 49 (d, J=5. 4Hz, 1H), 6. 77—6. 88 (m, 2H),
7.10—-7.16 (m, 2H), 7. 31—7. 35 (m, 1H), 7. 48 (s,
1H), 7. 54 (s, 1H), 7. 86 (d, J=7. 8Hz, 1H), 7. 96
(s, 1H), 8. 03—8. 10 (m, 1H), 8. 32 (d, J=9. OHz,
1H), 8. 42 (s, 1H), 8. 49 (d, J=5. 4Hz, 1H), 8. 59
(d, J=3. 9Hz, 1H), 8. 77 (s, 1H)

EWBI170 :N—-f2—-—roopo—4— ({6—AbF—7-12— (1H—1, 2,

3= hUTV==1—A4)) ThFIN1—4—F/U)L} FF) TJx=)]—

N' — (2, 4—>7)l4A07z=)l) L7
N—{2—-700-4—-[(7T-kbROF>—6—-—ARFI—4—-F/Y))
FFNT7zZIN) -N' — (2, 4=27)0407x2=)) L7 (55mg).

kBEAYV DL Blmg). 2— (1H-1, 2, 3—FUFPYV—J)—1—41JL) T
FI 4—=—AFI—1-XREZ)JVFRF—F @6mg) #N, N—I AF)Lik
VAT E (1m) CEML. SOETIRMBR LA, METEREEELTE
SN/FRESITEFREEAKFE T DU D LKBIEZMA. 2 00FRILATHELE,
ORIV AEEEKEES MUY LATERL., BETBEREEEL TESNE
BREZTL—TITHRIFL. REOLEY Ed6mg. NERT72% THE=,

'H—NMR (CDCls, 400MHz):64. 02 (s, 3H), 4. 53 (d,
J=4. 9Hz, 2H), 4. 95 (d, J=5. 1Hz, 2H), 6. 47 (d,
J=5. 1Hz, 1H), 6. 83—6. 92 (m, 2H), 7. 11 (dd, J
=2. THz, 9. OHz, 1H), 7. 16 (d, J=2. 7THz, 1H), 7.
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s, 1H), 7. 70 (s,
1H), 7. 76 (s, 1H), 8. 00 (s, 1H), 8. 01—8. 07 (m,
1H), 8. 29 (d, J=9. OHz, 1H), 8. 49 (d, J=5. 4Hz,
1 H)

KRB 171  N—(2—AbFF—4—{[6—ALFL—7— (3—FJLKY
/7a%F) —4—-FF/U)] FAF) JxZ)) —N' —~FovriluL
7
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N—4—-[(7—bFOFL—6—-—ArF—4—-FFVU)) FF3] -2
—AMF Tz N —=70ENTLY (100mg). REHUY YL (1
38meg). 1, 3—270&7a/3> (56meg) 2N, N—ZAFIFKRILALT
SR (5ml) KEHFELEETIFMBERLZ, BRETAREEZEXRELEESNE
BREWTKRZMA, roar)bh /2 —7anN/—I)b (4.71) THHEL~E., B
7KW T P U U LATEHRL, METAEZBRLHEONEREIE2 T —F
T L, N— (44— [7T— (3—7oE7ORFY) —6—ArFi—4-—
FF/UZDIN] FAF—-2-ArF> Tz} -N' —7OFNILT7%5 3
mg. NE41%THEL N— (4— {[6— (3-—TOETORFI) —7—A
2 —4—-—FF VU] FF2) —2-rooryz=)l} =N’ =o)L
L7 (50meg). REAVTIAL (60mg). N—AFILERST (100
wl) ZN, N=ZAFIIFIVALATIE (Z2m ) TEMELUEIRET 6 BRIBE
L7z, BETHBEHEZEBEL THRONLER S ICREIREEKFET N 7 LKEKZE N
ZroOooRIVATHM UL, BB EKRET N DA TERL., BETGEE
EEERLTRHRoNAEEREZZ700KRINAAY ) —ITREBITZUNFILI O
RETST74—ICKOBERL, REOLEWE 2 2meg. N4 2 B THE-E.
'‘H—NMR (CDC1ls, 400MHz):60. 97 (t, J=7. 6Hz,
3H), 1. 56—1. 60 (m, 2H), 2. 14 (br, 2H), 2. 50 (b
r, 4H), 2. 58 (br, 2H), 3. 23—3. 26 (m, 2H), 3. 74
(br, 4H), 3. 87 (s, 3H), 4. 04 (s, 3H), 4. 27—4. 3
1 (m, 2H), 4. 62—4. 64 (m, 1H), 6. 65 (s, 1H), 6. 7
9—6. 85 (m, 2H), 7. 33 (s, 1H), 7. 53 (s, 1H), 8. 1
0 (d, J=8. 5Hz, 1H). 8. 62 (s, 1H)
HESHE (EST-MS, m/ z): 526 (M* +1)
EifFl172 :N— (2, 4—-7)yFA07xz=)b) =N’ — (2—AFFI —
4= {[6—AFF—7— (3—FNKYU/TORF) —4—-FF Y =)l]
AF) TJxZIV) DT

N— (2, 4=-27)407xzZ)) — N —4— [(7—kFOF>—6—R
FF—a4—FFV/U)) FF2] —2-AMF7z=Z)UL7 (375m
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g). REEHUTL (442mg). 1, 3—TgErOa/x (242mg) %

N, N=ZAFNRIVALATIF (5ml) KEMUEETIHEBERLE., BE
THEHZEELEBOSNALERIITKENR, BFEETFILCTHELE, SKELE
KBRS MU D LATEHBEL, BETAEZ2ZEEL TESNERIE2T—F )L Tk
L. N— {4—- [7— B-TJOoESORFy) —6—ArFi—g—FFv/
DZN] AF—2-AbF2T7xzZ)} =N’ — (2, 4—-2T7)F4OaT7L=
V) DLT7%2210meg. WEL45%THEE. N— (4~ {[6— (3—TOET
ORFL) —7—APFT—4—-FFVYZ L] FF2) —2—-2roory =)L)
—N’ =70ENTL7 (130mg). RUZFITFTI> (0. 5ml). E)
B2 (0. 5ml) N, N=UAFIRINALATIE (4ml) ICEML=EE
T18MMIMMR Lz, METEFEEZERL TESNABIICHFIEEKEF MY
VLKBREMA 7 OOFRI LA THE U7, BB EKREET R U YA TER
U, BETEHZEBELTHEONEZEI 2700 A AY ) — )L TRETS
PUATNIAR TS T4 —IC kDBl ZREOLLEWES Imeg. [NER6
2 % TRz,

'H-NMR (CDC1ls, 400MHz):61. 97—2. 00 (m, 2H),
2. 39 (br, 4H), 2. 49—-2. 51 (m, 2H), 3. 58—3. 60
(m, 4H), 3. 88 (s, 3H), 3. 98 (s, 3H), 4. 25 (t, J=
6. 3Hz, 2H), 4. 27—4. 31 (m, 2H), 4. 62—4. 64 (m,
1H), 6. 84 (dd, J=2. 7THz, 8. 8Hz, 1H), 7. 03—7.
07 (m, 2H), 7. 28—7. 34 (m, 1H), 7. 38 (s, 1H), 7.
55 (s, 1H), 8. 11—-8. 17 (m, 2H), 8. 55 (s, 1H), 8.
74 (s, 1H), 9. 18 (s, 1H)

HESHE (ESTI-MS, m 2z): 596 (M* +1)

EiBI173 : N— (2—AbFS—4— {[6—ArFI~7— (3—FJiK
D/ 7aifRF) —4—-F/Y)NFAF) Jxo)) =N’ —FOELT LT
F#t (N= {(4—-[ (7—EROFT~6—RhFT—a—F ) U)l) FF]
—2=XAbFFTxzZ)l} =N’ —TJOENTLT. 80me) gREHUTA (1

38mg). 1,3 -2 T7O0ETO/N> (0.10m 1) EZN,N—ZAFIHFEIVLT IR
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(Im 1) ICEELUERTISKBIEBR L. RGBSMII/KENL., yoors)l

L=70/8/ =)V (3/1) THHL~E., BEEEEKEETF MUY LTS,
BETEEEZEEL THEONARIEZI—FINTHE L., PRIEEEA, Rk,
REEH )T N (138mg). EIVERYU > (0.040mD) #N,N—IJAFJLHILATI R
(Im 1) ITHEMBLUERTISHUERERLE. RISESWIC/KEML, Yookl
L=70/85/ =)V (3/1) THHU., BB EEKEET MUY A TEHIEL.,
BETHEEREEZEEL THROSNAREIZ700FKINAL S AY )~ TEBETS
ATNIOTETST7 4 —ICKOBRL, EEDEHET4ameg . K71 % THE
7z
'H—NMR (CDCl:, 4 00MHz):60. 95 ( J=7. 6Hz, 3H),
1. 52—-1. 69 (m, 2H), 2. 06—2. 15 (m, 2H), 2. 43—
2. 49 (m, 4H), 2. 55 (t, J=7. 3Hz, 2H), 3. 23 (dd,
J=6. 1Hz, 12. 9Hz, 2H), 3. 67—3. 72 (m, 4H), 3.
81 (s, 3H), 4. 00 (s, 3H), 4. 24 (t, J=6. 8Hz, 2H).
6. 44 (d, J=5. 1Hz, 1H), 6. 68 (d, J=2. 4Hz, 1H),
6. 76 (dd, J=2. 4Hz, 8. 8Hz, 1H), 7. 40 (s, 1H),
7. 53 (s, 1H), 8. 12 (d, J=8. 8Hz, 1H), 8. 44 (d,
J=5. 1Hz, 1H)
EMFI174 :N=- (2-AbF—d— ([6—ARFP~T7— (4-FY
WALFY) —4—-F/)NFAF) 7)) =N’ — 7O LT
Bt (N— {4—[ (7T—EROF>—6-ARF—4—FJU)L) FF
—2-AbFTxzI)V} =N’ —F7oENTLT, somg) KEHUTLA (1
38mg)., 4—2700AFIVEY P IEEEE (48mg) & N,N— 2 AF L)L A
IR Um ) ICHEBUEIRTISHBBRL -, RINESWIC/KEMAZ., » O
ORIV L—=T7 0/ =) (3/1) THH LK., HHEBEEKEEF U IAT
R, BMETAEEZEELTEONZEI R, YOO0KIA S Ay ) —)LTE
9 DHPLCICKDHEBIL ., RED(LEWEesme . NE67% THET-,
'H—NMR (CDCl;, 4 00MHz): 60. 95 (, J=7. 3Hz, 3H),
1. 52—=1. 69 (m, 2H), 3. 24 (dd, J=7. 3Hz, 12. 9H




WO 00/43366 PCT/JP00/00255

- 155 -
z, 2H), 3. 82 (s, 3H), 4. 06 (s, 3H), 4. 63—4. 69

(m, 1H), 5. 32 (s, 2H), 6. 46 (d, J=5. 4Hz, 1H), 6.
68 (d, J=2. 7THz, 1H), 6. 77 (dd, J=2. 4Hz, 8. 5H
z, 1H), 7. 37 (s, 1H), 7. 42 (d, JT=6. 1Hz, 2H), 7.
59 (s, 1H), 8. 14 (d, J=8. 5Hz, 1H), 8. 43 (d, J=
5. 4Hz, 1H), 8. 61 (d, J=6. 1Hz, 2H)

FEHEIL 75 : N—TF)N—N' — (4— {[6—ALFT—7— (2—F)5K
DT bFD) —4-=-F/UFAF) -2, 5§=JAFITr=)) LT
B (N-IZFIN-—N" — {(4—-[(7T—-bRaOF>—6—-A+F—4—-F
JUN) FF]=2, 5-DAFIVT ) YL, 76me) EEHY A
(138mg). 1,2 —2TOEIHY > (0085m 1) ZEN,N—ZAFIHRIAT I
F (im 1) ICHEMFBLERTISKEEBRLE. RINESWIC/KEMNML., ook
WAL—=70/8)/) =) (3/1) THB L/, HH#EEEKEET N D L TES
L. BETHEHEZEEL THONAERIZI—FITB®HL., PRE (N— (4
—{[7=(2=-T70FZhrF2) —6—AbF—4-F /Y )jljFF} — 2,
S5—PAFNTI)V) =N’ —IFIHIILT) 25E, REHEK. REEHT U YA
(138mg) . EILERU > (0.044ml) ZNN—AFILHFEIALATIR (Im1) i
BEELUERTISKEBER L. RIGERSMIKZNA 7oO0fR)ba—7On —
Vo (3/1) THIHUZ. BHEZEKIRES FU UL TERL, BETAKE
BELTESNLKESEZ700FRIVA S AY ) — )L TERB T 2HPLCIC & 0 k55l

L. ZEOLESWZET2mg . NE73% THE/=,

'H—NMR (CDCls, 40 0MHz):61. 10 & J=7. 3Hz, 3H),
2. 07 (s, 30, 2. 16 (s, 3H), 2. 53—2. 59 (n, 4H),
2. 88 (t, J=5. 9Hz, 2H), 3. 20—-3. 30 (m, 2H), 3.
66—3. 71 (m, 4H), 3. 96 (s, 3H), 4. 26 (t, J=5. 9
Hz, 2H), 4. 73—4. 82 (m, 1H), 6. 16 (s, 1H), 6. 2
3 (d, J= 5. 4Hz, 1H), 6. 88 (s, 1H), 7. 35 (s, 1H),
7. 40 (s, 1H), 7. 50 (s, 1H), 8. 38 (d, J=5. 1Hz,
1 H)
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EREFI1 76 :N—[4— (6—APF—T7—-[3— (4—AFIERTT )
TORFIN-4—F /) UN AFI) —2, 5P AFN T =) ]-N' —F
oIy LY '
BR (N= {(4—-[ (7T-EFROFZ—6—-APFI—4~FU)l) FF3]
—2, §=TAFNT )V} —N' —7FOEITLT. 80mg) KEHUY

2 (138mg). 1, 3—27O0F70/%> (0.10ml) ZN,N— XF )Lkl A
TIF (ml) ITHERUERTISKEBRLAZ. RISREEWICKkEmME, » 0O
BARNLA—T70/8 )/ =)V (3/1) THIHLKE. SEEZEKEEF N IAT
FBRL., METHEHEZBELTHONAEIZ, T—FI)LTHEL. BEE (N
— (A= {[7- B-7OETORFY) —6—ArFT —4—FY)lFF
PP =2, 5=UXAFNTxz)V) —N' —TFOEINTLY) BEE, PR,
REAU DL (138mg). 1 —AFIVERST T2 (0.055ml) &N, N—JAF)
FIVLAT IR (m 1) [TEFELUEIR TISHEIER L /~, RGBS IZ/KEMA.
200RNL—7a/8 7 =) (371) THIHLKE., EHELS BEKEREF KU ™D
LTHBREL., BETHEHZEERELTHESNALRIZ, T—F)LTHEL. ZEHD
Ibt&EWE33meg. NE31% TH-,

'H—NMR (CDCls, 400MHz):60. 91 (t, J=7. 6Hz, 3H),
1. 50—1. 58 (m, 2H), 2. 07—2. 20 (m, 2H), 2. 12 (s,
3H), 2. 23 (s, 3H), 2. 28 (s, 3H), 2. 33—2. 70 (m,
10m,3.21(dd,J=7 3Hz,13.4Hz,2HL4.00(s,
3H), 4. 24 (t, J=6. 6Hz, 2H), 4. 64—4. 76 (m, 1H),
5. 95—6. 05 (m, 1H), 6. 27 (d, J= 5. 1Hz, 1H), 6.
95 (s, 1H), 7. 39—7. 43 (m, 2H), 7. 54 (s, 1H), 8.
42 (d, J=5. 1Hz, 1H)

BES#HE (EST~-MS, m/z): 536 (M*+1)

EWEIL 77 :N—= (2, 4=27)FA0T7 =)L) —N' —[4— ({6 —A K
F—-7—-12—- (1H=-1, 2, 3=bhUYFZV—)l—1—4)V) ThrF1—4
—F /U FFD) -2, 5=PAFITzIIILT

F#E (N— (2, 4—7)407z=)l) =N’ — {4—[ (7—k Ro#
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=6 ARF—4-FUJ) AFI|-2, S5—TAFNTzZI) TL
7. 93mg) REHNUTL (138meg). 2— (1H—1, 2, 3—hUywy/—
W=1=4) TFN 4=AFI—1-REZZ)NT+F—}F (52mg) %
N,N=ZAFILHRIAT IR (im 1) ICEMLIOC TS BREIEBR LA, KiRE
BWTKREMA. 00BN A—-TO/)X) =)V (3/1) THHELE, SKEL
FOKBREE T MU VLA THREL., BETAHZEEL THSNARS %2, yooOuk
Wb/ AT/ =)V TRETOHPLCICK DERL . REO(LAWE33me. R
30% THE7=,

'H—NMR (CDCl;, 400MHz):62. 10 (s, 3H), 2. 19 (s,
3H), 4. 01 (s, 3H), 4. 51 (t, J=4. 9Hz, 2H), 4. 9
3 (t, J=5. 4Hz, 2H), 4. 94 (s, 1H), 6. 28 (d, J=
5. 1Hz, 1H), 6. 75—6. 88 (m, 2H), 6. 90 (s, 1H), 7.
36 (s, 1W, 7. 58 (s, 1H), 7. 60 (s, 1H), 7. 73 (s,
1H), 7. 99 (s, 1H), 8. 08 (dd, J=9. 3Hz, 15. 1Hz 1
H), 8. 41 (d, J=5. 1Hz, 1H)

EEpI178 N — (2—r0od—4— {[6—ArFI—7— (2—F)lsk
U/ T hF) —4-FFJUZ)NFF) Jx=)l) =N, N=IAF)Lry

L7

BB (N' — {(2-/00-4—[(7-bRKOF>—6—ArFL—4—3F
FUUZN) FF)T )V} =N, N=ZAF)LI L7, 80meg) JREHY
UL (138mg). 1,2 - T7OFEIY > (0.085m 1) EZN,N—AF )Lk A
7XIF (ml) KHEBUERETISKBRELL., REESWIC/KENLZ, 7O
BRI L—=7a/)X) =)k (3/1) THIH UK. BHEZEKEEF N U IAT
HRL, BETEHZBEEL THONARIZI—FI)THRE L. FRE (N’
—(4— {([7— (2=7OFIbF) —6—ArFL—4—FFVY)LF
F} —2—-7007x2)l) —N, N=ZCAFIILT) %57k, FREE K
e/ U (138mg). EIVHRY 2 (0.043mD) ZEN.N—AFILRILAT IR (1
ml) KHEMFMUEIRT—BREBELL, RISEEWIKEMA, OOk La—7
O/ =) (3/1) THHUZ., AHEZEKRES N L TEEL, BE
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TEEZERLTHONIERIEZ /7 00KRIVA AY ) — )L TRET SHPLCIC

FOBHEHL., XEOLEWET2Mmg . [NR72% TE=,
'H—NMR (CDCls, 400MHz): 6§2. 58—2. 66 (m, 4H), 2.
90—-2. 98 (m, 2H), 3. 08 (s, 6H), 3. 70—3. 79 (m,
4H), 4. 02 (s, 3H), 4. 29—4. 37 (m, 2H), 6. 97 (s,
1H), 7. 15 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 24—7.
26 (m, 1H, 7. 29 (s, 1H), 7. 49 (s, 1H), 8. 36 (d,
J=9. 3Hz, 1H), 8. 60 (s, 1H)

HE HME (ESI-MS, m/ 2): 502 (M*"+1)

EfifI1 79 N — (2—r7od—4— {[6—ArFT—T7— (4—F)sk
D/ 7bhF) —4-FFVUINFAF) TJx2J)L) =N, N—TAF)Lry
vrr

e (N — {(2—-200-4—~[(7T-bROFT—6—-ArF—4—=F
FUVZIN) AF )T zZ) =N, N=TJAF)U LT, 8ome) KEHY
7A (138mg). 1,4—7O0FETHZ (0.12m 1) ZEN,N=—IJAFIHRILAT
T F (ml) KEMLUERTISHMBRLZ., RNESYIC/KkEmML, oo
T L=78X/ =) (3/1) THIHE L. G#B%ZEKEES Y 7 ATE
BL., BETEHZEBELTHONAZREIZ2T—F)LTEE L. BE4&E (N' —
(4= ([7— (4=TOFTb+) ~6—ArFT—4—-FFVU)ptF
¥} —2=-27007xZ)) —N, N=ZAFILILY) %25k, Bk, RE
AV L (138mg). EIVAYU > (0.043m) ZN,N—AFINEILATI R (1
ml) KEMUERTBRBEHRLLE, RISESWICKENA, 700K L~
a/N/ —=J)b (3/1) THiLZ., AHBEHEKEE S M) UATEERL, BE
THEEZBELTESNERET 27 00FRIVA S AY /) — )V CRET 3HPLCIC
SORMEL., REOLEWE4TM g, NEBL44% THET,
'H—NMR (CDCl:, 4 00MHz):61. 67—1. 77 (m, 2H), 1.
93—2. 03 (m, 2H), 2. 39—2. 50 (m, 4H), 3. 67 (s,
6H), 3. 64—3. 75 (m, 4H), 4. 02 (s, 3H), 4. 21 (t,
J=6. 6Hz, 2H), 6. 97 (s, 1H), 7. 16 (dd, J=2. 7H
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z, 9. 3Hz, 1H), 7. 26 (s, 1H), 7. 28 (s, 1H), 7. 2

9 (d, J=2. 7THz, 1H), 7. 48 (s, 1H), 8. 36 (d, J=09.
3Hz, 1H), 8. 59 (s, 1H)

L1800 :N' — (2—r00—4— {[6 —ArFI—T7— (4—FPU=
WALF) —4—-FFVVIJNFF) J2=)b) =N, N=IXAFILIL
7

B (N — {2-/00-4—-[(7T-bROF>—6—-ArF—4—-F
FUUZI) AF]T7xZ)l =N, N=PAFI)ITL T, some) HEH U
VA (138mg). 4—70OO0XFIVE Y D EREE (49mg) EN,N—J AF)L
RN ATEFR (m 1) CEBUERTISHMERL-. RKBSWIZ/KEME.
soOf)VA =70/ =)L (3/71) THHUKE., BB EKEET N ™D
LTHEEL., METEEREZZEELTEONEBRESZ700FINL S AY J—)LT
BT OHPLCIZE DREE L., REO(LEWE37Tmeg . NE60% THEZ.
'H-—NMR (CDCl:, 4 00MHz):63. 07 (s, 6H), 4. 07 (s,
3H), 5. 32 (s, 2H), 6. 97 (s, 1H), 7. 15 (dd, J=2.
"THz, 9. OHz, 1H), 7. 26 (s, 1H), 7. 29 (d, J=2. 7
Hz, 1H), 7. 41 (d, J=6. 1Hz, 1H), 7. 55 (s, 1H), 8.
37 (d, J=9. 0OHz, 1H), 8 58 (s, 1H), 8. 63 (d, J=
6. 1Hz, 1H) |
HEOME (EST-MS, m/ z): 480 (M*+1)
EFl181 : AF) 2— {[4— (3—roa—4— [ (ZAFITFTI))
ANKZINT I/} T2 /)FL) —6—ARFL—7=FFV U )LAF)
TESY—F

Bt (N’ — {(2—700-4—[(7T—-ROF>—6—-ArFT—4-F
FUUZIN) AFNT7 )V} =N, N=DAFI)ILI LT, some) xEEHY
T/ (138mg). VOEBRBEIFIL (49mg) EN,N—-JRAFILKILLTIR (1
ml) CHEAELERTISKMBRLLE, RIRESWIC/KEMLZ., OOk s —
7o/ =) (3/71) THIHL/Z, BB L EKREF N UL TEHESRL, B
ETBEERZEELTHEONZEIEZ7O0O0RIVA S AY ) —) )V TREB T 3HPLC
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WKEOBEHL, REOLEWE3TMe . RE60% THZ,

'H—NMR (CDCls, 4 00MHz):63. 07 (s, 6H), 3. 82 (s,
3H), 4. 06 (s, 3H), 4. 87 (s, 2H), 6. 97 (s, 1H), 7
14 (dd, J=2. 7THz, 9. OHz, 1H), 7. 18 (s, 1H), 7
29 (d, J=2. 7THz, 1H), 7. 54 (s, 1H), 8. 36 (d, J
9. OHz, 1H), 8. 60 (s, 1H)

EWFI182 N —[2-r00—-—4— ({6—AbPFI—7— 13— (4—X
FINERS T /) TafRFiN—4—FFJY )} FF) Jx=J)Ll]—=N. N
—JAFINTLT

Fe (N' — {2—=700-4—~[(7T—-kbEFOF>—6—A+FI—4—-F
TV FAFINT N =N, N=ZAFILIL 7, 400me) REEN
D7 (966mg), 1,3 —2J7O0F70/8> (0.51m 1) #ZN,N—AF )Lk
LAT7IF (5ml) WEHELUERTISHEEREL -, KNEEWIZ/KEMZ., 7
ooOR)LA -7/ =) (3/1) THHLE. FHEEZEKFREF NI A
TEBRL., BETHEEZEERL THESNARIZ2I—FILTHRE L. P& (N
T (4= {[7T- (3-ToETORFY) -6 —ArFI-—4-—-FFSU=
WAF) —2-7007x22)0) —N, N=ZAFI)ILTL7F) %398mg. X
RIBX TRz, FEME Gimg). KEH D TLA (138mg). 1 —AFIIERS D
> (0.055mD) ZN,N—ZAF)NFINLT IR (m 1) ICHEHELER TI8RR]
MLz, RIBESWIZ/KREMA, ZoafR)lA—7Fa/x/) =)L (3/1) Tl
MUK, BREBZHKME S N A THGZL, RETBREZEBEL TSN
BRI 2T —FTI)ILTHEL. RED(LEME4ome . INEE5% THI-.
'H—NMR (CDCls, 400MHz):62. 06—2. 16 (m, 2H), 2.
29 (s, 3H), 2. 30—2. 60 (m, 10H), 3. 07 (s, 6H), 4.
02 (s, 3H), 4. 25 (t, J=6. 8Hz, 2H), 6. 96 (s, 1H),
7. 15 (dd, J=2. 7THz, 9. 0Hz, 1H), 7. 29 (d, I=2.
7THz, 1H), 7. 30 (s, 1H), 7. 48 (s, 1H), 8. 36 (d,
J=9. OHz, 1H), 8. 59 (s, 1H)
HEOoHE (EST—-MS, m 2z):529 (M*+1)

.
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Xigl183 :N' — {2—-r0u—4—[ (7— {3~[(2—-EROF>IF
) (AFN) FS1TORFL) —6—RAbFT—a—FFVYZ))) FFi
ZxZ)} =N, N=ZJAFLILTF

FEft (N' —{2-700-4—[(7-bRFaOF>—-6—-—AbFI—4—=F
FVUZIIN) FF]T )V =N, N=ZAF)LI LT, 400me) REEH
oL (966mg). 1,3 —27aE70/8 (0.51m 1) #N,N— I AFI)LRIL
LAT7IF (dml) ICHEMLUERTISKMBRLE, RISESWICKZMA, &
ORI A—78/X/7 =) (3/1) THHUZ, BHEZEKEEF UL
TEHBREL, BETEBEZEEL THONRIEZT—FILTEHEEL. FEE (N
T (4= {[7- (3=TpETORFL) —6—AbrF—-4—-FFJU=
WFAF) —2—-—27007x2)) =N, N=TJAFI)ILTLTF) %398mg. I
RI8% TIF/z. FHME (Slmg). KEHU DL (138mg). 2— (AFIVTI /)
I5 /=)l (0.040mD ZN,N—-—ZAFILHILATIE (Im]) CERELER
TIsEFRI A Lz, RISIREWIT/KEMA., yoobR)VLaA—70a/8/ —)b (3/
1) THIEL7:. ARBZEKREFT N UL TERL., BETEEZEEL T
"oONESZI—FTILTHRIBEL. REDLEWE49mMg . REY7% TH-.
'H-NMR (CDCls, 400MHz):62. 01—2. 11 (m, 2H), 2.
25 (s, 3H), 2. 52 (t, J=5. 1Hz, 2H), 2. 61 (t, J=
7. 1Hz, 2H), 3. 03 (s, 6H), 3. 57 (t, J=5. 1Hz, 2
HLB.98(3,3HL4.23(t,J=6.6Hz,2HL6.92(&
1H), 7. 10 (dd, J=2. 7Hz, 9. 3Hz, 1H), 7. 24 (d,
J=2. 7THz, 1H), 7. 31 (s, 1H), 7. 44 (s, 1H), 8. 3
1 (d, J=9. OHz, 1H), 8. 54 (s, 1H)
BESE (ES1-MS, m/ z):504 (M*+1)
EMigll1 84 :N— (2—2r700—-4—{[6—ArFI—-7—(3-EXRYP/
ZORFL) —4-FFVVIN] AFL) TxZ)) - N —AF)I LT
N—{2-27o0O0—-4—-(7—-kROF>—-6—ArF—4-FFVIZ))
FF] 7z} =N —XAFI)II LT (2. 0g) N, N—IAF LRI
LAT72ZRA(50m1) IKBEML., FUTxZIWHKA 74> (2. 8g). ERYY
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J7an/ = (0. 9g), SIFNTVUIHLEFLTI—F (1. 9g) &F

L7, 2RHEEEBETHEBE. NV TJZZIVERAT4> (2. 8g), ERYD Y
Za)x/ =)L (0. 6g). PZFIANTVYZHILRFIS—k (1. 9g) 2HU
WL, S5I1IC1 ORMZERTERLE. BRETAKEZEEL., Son-Raz
700N L AT /=) (20/1) TRBAT UMV IOX NS T 4
—IZEDHBRL., REO{LEWEG650mg. KEK2 5% THE-.
'H—-NMR (DMSO—ds, 400MHz):61. 37—1. 43 (m, 2H),
1. 43—1. 53 (m, 4H), 1. 96—2. 00 (m, 2H), 2. 29—
2. 50 (m, 6H), 2. 68 (d, J=4. 6Hz, 3H), 3. 97 (s,
3H), 4. 23 (t, J=6. 3Hz, 2H), 6. 82—6. 85 (m, 1H),
7. 23 (dd, J=2. THz, 9. OHz, 1H), 7. 38 (s, 1H),
7. 47 (d, J=2. 7THz, 1H), 7. 54 (s, 1H), 8. 07 (s,
1H), 8. 17 (d, J=9. 0Hz, 1H), 8. 55 (s, 1H)
HESWE (ESI—-MS, m/ z): 500 (M*+ 1)
EWEI185 :N—(2—2700—-4—{[6 - ARFI—7—(3—EXRUYT)
JaRF) —4—-FFVUZ)] FF) TxZ)) =N —TFIVI LT
N—{2—-70O0-4—-[(7-bROF>—-6—-AbF—4—-FFV 1))
FF] Tz =N’ —IZFNTLT (2. Tg) N, N=XAF)NHIL
LAT7IR(30m1) WTEMRL, MU TzZIIKRA 742> (3. 6g). EXRUD
JTENRI = (1. 2g), STFLTYSHNLEFLS—F (2. 4g) &F
ml7z. 2RMZERTH®BEZ, P T2V KIX 7402 (3. 6g). EXRYD/
JanN/ =)L (0. 8g). PIFNTFTVIHAINERFIS—F (1. 9g) 2BV
wIL. =521 ORFMEEBETHRIEL, HETAEEZ2EEL., Son-REZE
208RINL AT /) —)L (20,/1) TERBAT? I UAFZIV IO KNTST 4
—ICEDBEEL, REOLEME 1. S5g. NER4 2% TH:E,
'H—NMR (DMSO—-—ds, 400MHz):61. 08 (t, J=7. OHz,
3H), 1. 38—1. 41 (m, 2H), 1. 47—=1. 53 (m, 4H), 1.
95—-2. 00 (m, 2H), 2. 31—2. 46 (m, 6H), 3. 10—3
17 (m, 2H), 3. 97 (s, 3H), 4. 23 (t, J=6. 3Hz, 2H),
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6. 96 (t, J=5. 6Hz, 1H), 7. 23 (dd, J=2. 7Hz, 9.

OHz, 1H), 7. 37 (s, 1H), 7. 47 (d, J=2. 7THz, 1 HD,
7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, J=09. 3Hz,
1H), 8. 55 (s, 1H)

BESHWE (ESI-MS, m/ z):514 (M*+1)

E#l186 :N— (2—-2700—-4—{[6—ArFI—7—(4—FP1JIJ R

b)) —4—-F /U] FAF2) JxZ)) =N’ — (2, 4a— 4oz

=) OL7

N-—{2-7p0o0—-4—- [(7—-bROF>—6—-ArF—4—-F)) %
F] 7z} =N = (2, 4= o0FO0T7xZ)) L7 (55mg),
REAV TN (62meg), 4— (OoxXF)) PUDEEE (22mg) %
N, N=ZAFIHEINALATIE (Iml) WKHEMELS8O0CT1RHEBRL~., #
ETHEHEZEEL THRONRIICHEMREKESF MUY LAKBEEZNL, ~ O
ORIV ATHELZ, ARBEEKFKET N LATESRL. BETAR+2TE
LTRoNALERSZT—FTILTHREL., REOILEWE 3 5meg. INL55%T
"=,
'H—NMR (DMSO, 400MHz): 3. 98 (s, 3H), 5. 41 (s,
2H), 6. 56 (d, J=5. 1Hz, 1H), 7. 04—7. 10 (m, 1H),
7.25—-7.37(m, 2H), 7. 47 (s, 1H), 7. 49—7. 52 (m,
4H), 7. 55 (s, 1H), 8. 08—8. 15 (m, 1H), 8. 24 (d,
J=9. OHz, 1H), 8. 49 (d, J=5. 4Hz, 1H), 8. 60—8.
63 (m, 1H), 8. 81—-8. 83 (m, 1H), 9. 30—-9. 31 (m,
1 HD
HEHE (EST—-MS, m/ z): 563 (M*+1)

EHFHC DI B DOEIITRRICRENDZEBOTH S,
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1

&% | 1C,M) | £E®H | 1C,(h | {6a% | 1.
I 1.8 15 2.0 85 0.7
4 2.1 16 1.3 g6 0.6
5 2.9 47 4.0 87 58.0
7 5 2 48 0.5 89 45.0
g 11. 0 19 13 90 42,0
9 5.1 50 0.5 92 46. 0
10 7.8 52 11 93 14,0
i1 15. 0 53 5.9 94 1. 8
3 2. 2 51 0. 5 95 2.7
14 0.7 55 2.8 96 <1
16 2.9 56 5.1 97 518. 0
17 11.0 57 6. 5 98 450. 0
18 0.6 28 5.1 99 8 8
19 0.6 59 5.8 100 5.2
20 8.5 62 [6.0 102 150. 0
21 3.4 63 70. 0 103 53.0
22 0.4 64 42. 0 104 5.3
23 0. 4 65 36.0 105 2.3
24 0.6 66 21.0 106 <1
25 3.9 67 345. 0 107 10. 2
26 5.3 68 15. 0
28 1.0 69 67.0
29 4. 4 70 6.8
30 17 71 750. 0
31 2.5 72 3.9
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